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(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutical ly acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein R x and R 2 represent each H or alkyl, or R! and R 2 together form C ui alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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(pi ate let-derived growth factor, JiTFPDGF<hH§"^) <£ ^©J^SSf^i 
ft<tW%mzmt>'iT^ZC£&%\Z>tlT^Z (Cell, 46, 155(1986)) o L^Lfcrf^ 

U L tLTl i -5 (J. Exp. Med. . 175 , 1413(1992))*^ taPDGFIfl;^* > 
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fc «9 j - *g ^sij W:Lti^o *s r ti c cd mm •> ^ * 

fc#Jii:£fi£{C^£;h/C^£ (Cancer Research , 54 , 6106(1994) ^ Proc. Natl. Acad. 
Sci. USA. , 92, 2558(1 995) ) 0 EUXDCtfrb* PDGFg^ttgBU >K<b8E*SJ*< 

fi«r. ss N sag, *«<*W3fex 8ini^is> t t u - ^nmsmitm, mim 

&3k&£D©PDGF^§#@B'J >®KbPlW#J £ LT^ 0|*.H^ 3-T'J-;MV 
'J >St LT> J. Med. Chem., 37, 2627 (1994), J.Med. Chem. , 37, 2129(1994) > 
O ; ^^¥6-507643#^fS> 3-T U U Cancer Research, 

54» 6106(1994) fc«fcO'4-t°'J v>VI/-2- TU-^t°'J 5 y>ItLT> Proc. Natl. 
Acad. Sci. USA. , 92, 2558(1995) J&^n£*lTl^£ 0 

*V'J >#t&©4&i^lli©^mm^> aaWSTtfctiKJRlR^^LTtt^ 

Lfcl^fU ^oPDGF^gf* S B U >MMk©lfi»f!Pffl*W-rs<b^fttt N * 
3£3fc&ft]©*y 'J ymmWt Ltl^ 1 - 2 4 6 2 6 3-5§-£fglw 



WO 97/17329 



3 



PCT/JP96/03229 



I2tE£tlTO£ {4- [ C7-^oo-4 - J- J U— ;b) 7 ^ — ;b} 

4 -T U -;M^y >J >i;:Kh*-£ LT, J.Med.Chem. ,14, 1060(1971) 

, Acta Chim. Hung. , 112 ,241(1983), #£Bg6 3 -5 1 3 7 K-T V 

*§rfl^3 1 0 1 5 4 4-*§\ #^?l-2 4 6 2 6 3-5§-£$B, #S4W3 9 3 6 4 
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1 -C 5 t;U^;k C 1 -C 4 T;l/3 + ^t^(iC 2 -C 4 T->;bT*-S] 

^ (III ) : 
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m{tmM<Dmmtnmx'hK>. r 3 ' (»jcoh n c 1 -c 5 t;u 
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[5S;*x m*3«k0fR o / J2K&©3£f|£|5j«T-*>t)> R . (2H S C 1 - C c T 

o 4 15 

(b) XtiCK S ifcliCH 2 f*^ Qti> 

a; (v) .• 




b 1 
(Cg-C 10 ) TJU^k C - -C A T)VzUri/t>)\,#— ;K ^7 
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T'J-JHI^ CN, NO., OH, NH 2 , /Nn^>^ C l~ C 5 7;l/+; ^ 



9Rft (c 3 -c 10 ) t;m^k c 1 - c 4 t;u=i + ^ c x - c 4 r;b=r^v 
^^•> % c 1 -c 4 t;m^ut s (c 1 - c 4 T;u+;i/) 7iy, 

CO„H N CONH 2 , N- (Cj-C^^I/) r\ N, N-v- 

(C - -c 4 t;u+;u) . try s>;K f5 i^-;k f'j i y^;k 

C 2 -C 4 T'>;l/3^t>W?$tlSl'-5fflCDKSai*WLT^Tt>J:< N Bte. 
<X S. NH, NCN, NRg^/ciiNORg R Q It C 1 - C g T;b 

2. W*<N®i#£ N XteCK S i; /c ii C H 2 T-£> *K QfcU 
5^ (V) : 
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X, R 3> Rg' x R 4 , R 5> R g , Y. Z. A N B. m, j 
Aoy>:^DD, ^Dt, ^yb^-n N 3— K; 

C x -C 5 7Jl*)l : y xf-A, ^ntVK ^V^obX y^-^K -f 

v/f;k s-y^;K t-^>;k -r y<>fjk *;tO^;K 

t -^>^;b ; 

C j -C .TJV^i^i/IUi'tf— Jl : y 2? x^^y*)b^jK 

c j - c 3 TJl>* Is > V** : s : y =f- \s y i?** >. x^ V > > N -fu 

C 2 - C 4 T : T-fcr^K bT*— ;k U ;U ; 

c j -c 4 r;b*;bT $ y : y*-;urs A jh^ut s y> t°;UT 5 y, 

-?*A,7 I y ; 

v- (C 1 -C 4 T^+;b) T^y : VJ^JlTi J, ^xf^7?;, i?^ 
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C 2 - C 4 TJl^rJlT i K:7th7; K. 7d t°* >T $ K. 7^ $ K ; 
C 1 -C 4 TJl*Jl?-* : X-=f-)V^-ir^ -fat'Jl?-*^ 4 VZfa 

4* (C 3 -C 1Q ) t;U*;U. C x -C 4 t^3*->x C j -C.t;^-/ 



v — 



(C 1 -c 4 r;Mr;iO 7iy, c 2 -c 4 r;u^;br $ F\ h u 7 ;m- d y 



7x^y: CN, NO^ OH, NH^ ^oy>, C 1 - C 4 TVHr 
Jk 914^ (C 3 -C 1Q ) T;M^k C 1 -C 4 7;bn+-A C 1 -C T)lu 

+ S/*y|/jK— ;K C x - C 3 T;l/*l/>^***>> C x - C 4 r;b^;br ^ y N 

•^-(c 1 -c 4 t;p+;u) r^y. c 2 -c 4 t;m^t $ H\ b*)7Ji*u/ 
;b (c x -c 4 t;u*;io . )i*.tz\tc 2 -c 4 T'>Ji<Dtpfrt>m&ti 

*.-)l3-3r : C N. N0 o , OH. NH 0 , ad^">, C - - C . 7)1 

£ I 14 

MR (Cg-Cj Q ) t;l-+;k c x - c 4 7;m**>^ c 1 ~c T)l 
a^-^tUV^-J^ c x -c 3 t;MtU c 1 -c 4 7^+;b7;;, 

v?- (C x -C 4 T)\s*)V) TiJ^ C 2 -C 4 7W7; F\ h'J7MD 

c 1 -c 4 T;u^;i/^^- N 7x-;k 7x; + a 

'<>'/>f;U: CN. N0 2 , OH. NH^ /M3$*>\ C 1 - C 4 
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jrisfiJltf—Jl^ C l - C 3 T)l^r^y 3 J**i/^ C 1 - C 4 TJl*JVT i J ^ 
S J- (C ± -C .T)V*)V) TxJ^ C 2 -C .T^JVTl K> h 'J 7 

C 1 - C 4 T;U+;b^-^-^ 7x-;k 7*y*->N 7^ 

(C j -C 4 T;Mr;U) N ^>^^fcliC 2 - C 4 7 *>;KZ> 

ztLi*-?\s>r>n, ->^g£> seiu 

;u ? a, TKKlb v y v a tt to t am, r>*-<y a*^ wa^S cm*. 

fF^£ ti-s &©-?& tftltfft W^Ci teW 9 * -c t> fc^o 
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3 1 

T€>J&t2> - ch^'-eg^o #Jx.{i\ Org. Synth. Col. Vol. 3, 272(1955), Acta Chim. 
Hung. ,112. 241(1983)^^©l2«©^^*>^o OT©H»J-e®ffi LT^£^ 
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:ii<Tg-5. 0Jx.{i\ /MtElfc. *W8Wb5^ 17*. 150 1 9 




1 a; ci) tK (id > a: an ) ztzitt cvo ~?*ztizm& 

b . x *< s -e* s fb£r$j© : 

2 g ( I ) (V) [55 (V) 4\ jfejjrkjl^jcQT-^S] 
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Chem. Soc. , Chem. Commun. , 1157(1993). Synlett, 1157(1994)) icf2*&£ £ Jl 

(III) h 'j 7Md^>x^7- l^tfciw •> f^t'OA (iWb'Jyji^- 

~2 0 0°CO$gffl, L< lil 3 0-1 8 0^©iSBfCT^J££ fcfi^tt 
Stt^* 1 #~ 5 b#Fb1> £ L < ii 1 0 #~ 1 NrP^fPffl Z&ZZ ttz&VEfi 
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#']*_fi\ £jtfc(Org.Syn.,51,139(1971)) MEm^KlT^m^X^T iyJ^^y 
Wz-i^ 2 0 0 - 3 0 0°C) t^Cilci^liWgfiL/cS-T'J- 

T\ X3&<OT*5ft^«aosaS3*ilqli;^j*^ *fct±ffite^ cmi*. n, 

N-yym^A7; K) TK^b^- h U * A £ £ *> icfigr 8 0~1 5 0°C 




c. X*<CH 2 -efc*fb£&|CD£fiJc : 

X^CH 2 f*5^ (I) Ti$tl5^l^ *7 h ^-(R. Cutler) J. Am. 
Chem. Soc. Jl_. 3375(1949) lcI2tt<Z>>fr&£?i]ffl LTSaaSf -5 d £ § -5 0 C 
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I5 0 X-r>f KJ.K.SU lie) t> ©J. Org. Chem.. 48. 4634(1983) 

^i&fcfi^s (tfiRtf. f h7tFo77» 4- (4-7'd^e 

fx (h'J7x-;^X7-f » /n'^^^a (II) ?o'j K) 




[5W N a, r r 2 , wfc«fctm±fE&©Sii£ini£-e*tK r* it** 

3 g (I) Q#3; (V) [g (V) 4^ BJiOT*_^jj li 1 £> ^ 
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c. X*<CH 2 -e«fc.Mt£#I<D£(fi : 

X*<CH 2 T*5S CD T^tl-Mb^te. *7 h^-(R.Cutler)£>©J.Am. 
Chem.Soc. ,_71_. 3375(1949) iz&MwfimK «fc o T^ig^-^ £ £ # So C © 





0 N S 
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4 5% (I) ft> Q^jt; (V) [gj (V) j fe^kjj^ fete 
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B^Sf*§{^(is ±§2IB«©^fiJc*Bg(*tw*f LT^©^«c^lW V 




JiCH 2 T*^o ] 

Bj&WCN-efcS'ffc^ttW^ fe> (H.J.Petersen) t>©J. Med. Chem. , 21, 

773(1978) lcEtt©^^«k -3 TtKlS"f* Ci*^§ £ c 
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mmn Mz-i*^ ffiteftm^ £T&#> mm®^ m&&^ 

cti^o^s^jji. a^fflv^nTi^K^k 0!**k m^Js »2R*js 

t h'n + yyn t°Jl-tJln-7^ #U tf— n U K>fc<W ; f&SRSJi LTii> 
^fflJSB&tt 3 0 . 5-50 fi*%> If * L < ii> 1-20 M^gJg-?* £ G 

ffi*©*^icjsi;Ts:g^$ftsa^ i~i o om g /kg l 

< li 1 ~ 5 0 mg/kg ttficDfBBT* & > C*v£ 1 B 1 @t fcfi^lsI^^TS:-^ 



WO 97/1 7329 PCT/JP96/03229 

4 3 



t5o 

m m m 



rfJBSS©2, 6-^tKo + '>7"7^L/> (961mg) *N, N-y^f;b 
*;bAT^ K (10 0ml) tc»rt> L lfc#*7 U (1. 2 4 4 g) 

z-mmiz-amLtzo 3 o^i^/^-jumm ci. i4mo ^^^iri 

•7 h^*v77^ - f c <£ t> *fS!l U IiOffc^3 0 7mg N lR^2 9%Ti^c 0 
1 H-NMR (CDC 1 g, 90MHz) : 53. 89 (s, 3H), 

7. 00-7. 18 (m, 4H) , 7. 5 3-7. 7 0 (m, 2 H) 
WmftVrm (ED-MS, m/z) : 174 (M + ) 



mmm2 

(1 2) 

4-7DD-6, 7-^h*WJ> (7 5mg) £l£«!l 1 H'Wt: 6 - 
y h^v-2-^:? Y-)l (1 7 4mg) 1 8 0^*3 QftmtWL 

mj&m&m^^y/T^vy (2/1) -cmmi-^mm^vij^^^ 
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a -iz&trfffimt^ mmmtet®}* 7 lmg, urns 

1 H-NMR (CDC 1 3 , 90MHz) :<53. 96 (s, 3H), 4. 0 
7 (s, 3H), 4. 08 (s, 3H) , 6. 53 (d, J=5. 71Hz, 1 
H) , 7. 18-7. 36 (m, 3H), 7. 56-7. 91 (m, 5 H) , 8. 
5 0 (b r, 1 H) 

nm&Vrm (FD-MS, m/z) :36 1 (M + ) 



!H»iJ3 

6, 7-^h^->-4- (2 -f-:??->>M-*'» ^7 'J > (10) 

4-? an- 6, 7 - i? J Y* : s*J 1) > (4 5mg) £ ffJIRoD© /3 — j-~7 b 
-Jl> (14 4mg) £M£U 1 8 0°C^2^^L^m> H»J2iIsJ«© 
HflFiCkoTWiaU SiOfb^tl^ 4 5mg. JR^6 8%Tl#fc 0 

1 H-NMR (CDC 1 q. 90 MHz) : 54. 05 (s, 3 H) , 4. 0 
6 (s, 3H) , 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27 — 7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3H), 8. 5 0 (br, 1 H) 

mmfttirm (FD-MS, m/z) : 331 (M + ) 



6, 7 -'J/ h^r->-4- ( 7 - ^ h^->-2-^-^^ >0 ±JJ)_> 

(1 3) 

4-^dd-6, 7-i» 'J > (8 9mg) <fc mSES© 7 - ^ 

>-2-^7 K-;U (2 0 9mg) &S£U 1 8 0°C*3 0 L fcSU 

IQfiM 2 i [SI«©li^ «fc o TflUa U Si©{t^5 9m g> J&j£4 1 %T 

^ H — NMR (CDC 1 0 , 90 MHz) : 5 3. 92 (s, 3H), 4. 0 
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5 (s, 3H) , 4. 07 (s, 3H) , 6. 54 (d, J=5. 49Hz, 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 49-7. 91 (m, 5 H) , 8. 
4 9 (d, J =5. 4 9, 1 H) 
nmftVrm (FD-MS, m/z) :36 1 (M + ) 



5 h^y-l-t7h-;^ 

&f&i3£tfmmitz 0 wm2 8% 0 

1 H-NMR (CDC 1 3 , 90MHz) : <5 4 . 00 (s, 3 H) , 6. 7 
9-6. 8 9 Cm, 2H) , 7. 3 0-7. 4 8 (m, 2 H) , 7. 6 9-7. 
9 0 (m, 2H) 

mmftvfm (fd-ms, m/ Z ) : 174 cm + ) 



(1 1) 

4-?nn-6, h + WJ> (8 5mg) £ HJfefl&J 5 5 - 

^ h**>- 1 -±-y h-;u (6 7m g) £M£r U 1 8 0°C*>2 0#iaat#Lrt: 

1 H-NMR (CDC 1 3> 90 MHz) :54. 04 (s, 3H) , 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz, 1H) , 6. 83-6. 9 
2 (m, 1H), 7. 34-7. 61 (m, 4H) , 7. 75 (s, 1 H) , 
8. 2 0-8. 2 9 (s, 1H), 8. 43 (brs, 1 H) 
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#tfffil (FD-MS, m/z) : 3 6 1 (M + ) 



mm i 

6, 7- >>/• (4->T> K'J>>M-^» 'J > (1 7) 

4-^dd-G, 7-->V h + '>+y U > (1 1 2mg) t rOToo© 4 - t K 
> (2 0 Omg) £jg£U 1 8 0°C^3 0ft?3mWLtz o SJS 

g£:7 nn*;UA/g£ggjL?-;b (3/1) T-Jg^-T &i^Jl -> "J iiYJV? h ^ 

1 H-NMR (CDC 1 q, 90MHz) : 53. 95 (s, 3 H) , 3. 9 
6 (s, 3H) , 6. 08~6. 13 (m, 1 H) , 6. 35 (d, J=5. 2 
8Hz, 1H) , 6. 83-6. 93 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H) , 7. 62 (s, 1H), 8. 40 (d. J=5. 05Hz, 1 H) 
##ffit (FD-MS, m/z) : 3 2 0 (M + ) 



HJfe0J8 

6, 7-^h^->-4- (3, 4 - h^i>7^7 U > (8) 

4-^ no- 6, 7-i>V h^i^^y U > (9 Omg) irUIRa©3, 4-^ 
y h + ^xy-^ (1 8 7mg) £zS£U 1 8 0°C^P 3 0 ^W«Hf Lfc» N 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 7 (s, 3 H) , 
3. 93 (s, 3H) , 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1H), 6. 75 (d, J=2. 4Hz, 1H) , 6. 93 (d, J = 

9. 2Hz, 1H), 7. 42 (s, 1H) , 7. 57 (s, 1 H) , 8. 48 
(d, J=4. 9Hz, 1H) 

Kl^fft (FD-MS, ra/z) : 341 (M + ) 



H»J9 

6, 7->^ h^->-4 - (6— fry U;M-frv) 47 U> (15) 
4-?dd-6, 7-vM hfrv'fry U > (9 Omg) £TtJ|£.£© 6 - t Kn 
frvfry U > (1 7 6mg) £&fflU H*fe^J8 i^cD^T'SJ^fecfcO'DI^ 
tSC i cfc «9 ^jgO-f t^-^ 6 2mg, ^4 6%-Cl#7t 0 

1 H-NMR (CDC 1 g, 500 MHz) : 6 4. 05 (s, 3H), 
4. 06 (s, 3H), 6. 56 (d, J=5. 5Hz, 1 H) , 7. 44~ 
7. 62 (m, 5H), 8. 13 (d, J=8. 5Hz, 1 H) , 8. 22 (d, 
J =9. 2Hz, 1H) , 8. 53 (d, J=4. 9Hz, 1H), 8. 94 
(d, J=4. 3Hz, 1H) 

WMftmrn (FD-MS, m/z) : 3 3 2 (M + ) 



6, 7-^yhfr->-4- (3-7^o7xy^-» fry p > (4) 

4-?on-6, 7-v 5 /- hfr^fry U > (1 0 Omg) <tmiS£.<D3 
;frD7W-;u (0. 2 0ml) 1 8 0°C^3 0ftfflm&Ltz o RJ£ 
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mg. 4%-vmtZo 

1 H-NMR (CD C 1 g, 500 MHz) : 6 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 56 (d, J =4. 9Hz, 1H) , 6. 93 (d, 
J=9. 2Hz, 1H), 6. 9 5-7. 0 5 (m, 2 H) , 7. 39-7. 4 
5 (m, 1H), 7. 47 (s, 1 H) , 7. 5 0 (s, 1H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

mmfrVfm (FD-MS, m/z) : 2 9 9 (M + ) 



Mmm 1 1 

6, l-'J/ Y*i/-4- (3-b Fp^->7x;^'» *J 'J > (5) 
4-^on-e, 7-^KH7'J> (3 0 0mg) i rUBSS© U V )\s *s 
>*;7tf-h (0. 8 3 5ml) 1 8 0^4*3 0fifflmWLtz o 

fcfom&ty&mammfcm-}- h u ^atk^t-^pl^ * turner 

MflET/glKS* L T^g^tSx ? n n * ;b A H,>f t"T £ C £ K <fc *9 ^M©>fb 
3 7 m g . JR*S 9 %-e#/c 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 01 (s, 3 H) , 
4. 02 (s, 3H), 6. 48 (t, J =2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H), 7. 39 (s, 1H) , 7. 47 (s, 1H) , 8. 40 
(d, J=5. 5Hz, 1H) 

MfefrWtt (FD-MS, m/z) : 2 9 7 (M + ) 
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mmm i 2 

6, b*is-4- (4-7n^7x;^y) ±ZA±. ill 

4-? cd- 6, 7-'^F + WJ> (1. OOg) iffi D D D 0 4-^D 
^xy-yb (1 1 5mg) £jl£U 1 8 0°C*4 Oftf B m&Ltz 0 ElS8£ 

^ - ^ £ (9 U mmcDlk&WZ: 1 . 2 0g> JR^7 6%T-|f^ 0 
1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 04 (s, 3H), 
4. 05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1H) , 7. 08 (d, 
J=8. 5Hz, 2H), 7. 43 (s, 1H), 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2 H) , 8. 51 (d, J=4. 9Hz, 1 H) 
®ftft#fffi (FD-MS, m/z) : 3 5 9 (M + ) , 36 1 (M + +2) 



mmm 1 3 

6, h4->-4- (2-y h^->7x;t-» ^/'J> (1) 

4-? on- 6, 1 -'J/ h + v-^y U > (10 2mg) £ffiR,S©2-y h 
+ ->7x7-;K0. 5ml) £»£U 1 5 0 T: * 8 B^mfr L fc 0 KtiM'is 

7 6mg N JRSp 5 4 9rf-e»fc 0 
1 H-NMR (CDC 1 o, 90MHz) : 53. 78 (s, 3H) , 4. 0 
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5 (s, 3H) , 4. 05 (s, 3H) , 6. 31 (d, J = 5. 3Hz, 1H) 
, 6. 9-7. 4 (m, 4H), 7. 42 (s, 1H), 7. 63 (s, 1 H) , 
8. 4 5 (d, J =5. 3Hz, 1 H) 
St^tfffi (FAB-MS, m/z) : 312 (M + +l) 

mmm 1 4 

6, l-V* - (3 jc y ^y/) *7 U > (2) 

4-* on- 6, 7-v^ h*v/*y »;> (103mg) irfjflRiS© 3 h 

(15 8mg) ZmteU 16 0t*9^WL/:o sica^ 

1 H-NMR (CDC 1 3 , 90MHz) : 5 3. 82 (s, 3H), 4. 0 
4 (s, 3H), 4. 05 (s, 3H) , 6. 53 (d, J=5. 3Hz, 1 H) 
. 6. 7-6. 9 (m, 3H) , 7. 35 (t, J=7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz, 1 
H) 

%Mft$rm. (FD-MS, m/z) : 311 (M + ) 



1 5 

6, 7-^y h^v-4 - (4-^ ±is) (3) 

4-? no- 6, 7-vV h + i/^y U > (10 3ms) £ rfJB&Si© 4 - > h 
+ ^x;-^ (28 6rag) *fi£U 1 5 Or+6^rKHK^L3to RJSfi^ 
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1 H-NMR (CDC 1 3 , 90MHz) : S 3. 85 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H). 6. 41 (d, J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H) , 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 43 (s, 1H), 7. 58 (s, 1 H) , 8. 46 (d, J=5. 
3 Hz, 1H) 

It^tfrl (FAB-MS, m/z) : 312 (M + +l) 



HJfefll 1 6 

6, 7--^h^->-4- (5-^^ U^jM^vQ 4-7 U > (14) 
4-^on-6, h + i^+y U > (5 Omg) £ miRS© 5 - k Kn 

(5 Omg) £zS£U 1 7 0*C*1 0^1K^L3to RJSfi^te 

(5 o/i) T-g§f-r£itJg^y#y'A^nv -icj:*? 

u mmcDfc&mz a 1 m g . jrsp 6 4 %-?mz 0 

1 H-NMR (CDC 1 g, 90MHz) : 54. 06 (s, 3H), 4. 0 

7 (s, 3H), 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2-7. 5 (m, 

3H) , 7. 68 (s, 1H), 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 

J=5. 3Hz, 1H), 8. 49 (dd, J = l. 76Hz, 4. 17Hz, 
1 H) 
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K*#Wte(FD-MS, m/z) :3 3 2 (M + ) 
S£»J 1 7 

6, 7 h4-->- 4 - (1 z±2JtJ^*±2l * J lj ^ C9) 

4-7 no- 6, 7- v/* h + v^+y U > (97mg) irfJBSS© 1 -^-"7 h 
(3 4 Orag) fcjg^U 1 5 Ot;* 8BfrlHH*# L/Co KJ£il£®r£:fSfD|fe 

tzBM^^>/fm^^ (3/1) "CSBSSU ^DDtw^/^y-jl 
(1 0 0/1) T'JgM^S^y #W#^A?o-e - f^k ^ *?t£g U 

m^*^ > /^m.^ )\< (ixi) -cmmi- zmm v * y ^ ? * h ^ 7 

TSMtgJ-r mmoittefy* 5 7 m g . 4 0 %-ei#^o 

H — N MR (CDC 1 3 , 90 MHz) : 54. 05 (s, 3H), 4. 0 
5 (s, 3H) , 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2 — 7. 6 (m, 
5H) , 7. 74 (s, 1H) , 7. 8~8. 0 (m, 3 H) , 8. 3 5 (d, 
J=5. 3Hz, 1H) 
li^fti (FD-MS, m/z) : 331 (M + ) 

mmm 1 8 

6, h^v-4- (5--T y K'J^^'» *y 'J > (1 6) 

4-7nn-6, 7- Y*is*cJ U > (1. 0 g) irfJBStScD 5 - t Kn 
4-W>K-;U(l. 19g) 150t*l. SmfflM&LtZo fclfc 
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1 H-NMR (CDC 1 g, 90 MHz) : 8 4. 05 (s, 3H), 4. 0 
7 (s, 3H) , 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 
1H), 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 
J = 5. 3Hz, 1 H) , 8. 55 (b r, 1 H) 
liMt (FD-MS, m/z) :3 2 0 (M + ) 



mmm 1 9 

6, 7-v?yh4v/-4 - (3-y h^>7^_;l/^;f) (117) 
4-^on-6, 7-^^^7'JX5 0mg) t TfJI5n a n O 3 - * 
->^<>-tf>^-^ (7 7mg) ^S^-L. 1 8 0°C^3 0m^mWLtz o HJ£ 
0*J1 8 i|q)^O^fP(Cj;oTm^L> m.m<Dit&*fa%: 7 2 m g > J&^IOO^T 

1 H-NMR (CDC 1 3 , 90 MHz) : 8 3. 79 (s, 3H), 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J=4. 8Hz, 1 H) 
, 6. 9-7. 5 (m, 6H) , 8. 45 (d, J=5. 1Hz, 1 H) 
WMftVrm (FD-MS, m/z) :3 2 7 (M + ) 



mmm 2 0 

6, 7 - h^->-4 - (4 b^iyy^—Jlf-^) t;ij> (118) 

4-^nn-6, 7 - h*->*y U > (5 Omg) i$JR D n D®4-y 
i/0-fcr>^-;b (6 3mg) £g£U 1 5 0°C* 5 #IHHIt# Ltz 0 mfaM 
1 8 £^«©*flnw«fco'rttfi!!U ? u u * jl 2*-e&Mifc-f Z Z £ iz & t) B. 
m<D4t£M* 80mg, JRsp 1 0 0 96~efttio 
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^ H — NMR (CDC 1 o, 90 MHz) : <5 3. 88 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s, 3H) , 6. 60 (d, J=4. 8Hz, 1 H) 
, 7. 15 (d, J =8. 7 Hz, 2H), 7. 38 ( s, 1H), 7. 39 
(s, 1H) , 7. 52 (d, J=8. 8Hz, 2H) 8. 39 (d, J=5. 
1Hz, 1H) 

##Hi (FD-MS, m/z) : 3 2 7 (M + ) 



f£»J2 1 

«®4-^n€7xy-;l/ (17. 3 g) *N, N-yVWM7; 
K (9 0ml) Id**? L fcSU MfcTykmtj- h 'J (2. 6 4 g) %:JjQX.tz ( 
^MTf^X—^tmW^ ?oD^f;Mf;l/x-fil (8. 3 5ml) &1]Q^ 

^18. 2 5 g> ^8 4%T^o 

1 H-NMR(CDC1 3 , 90 MHz) : 53. 46 (s, 3H) , 5. 1 
3 (s, 2H) , 6. 91 (d, J=9. 2Hz, 2 H) , 7. 38 (d, J = 
9. 2Hz, 2H) 

^tfitCFD-MS, m/z) : 216 (M + ) , 218 (M + + 2) 



'MM 2 2 

;»J2 lT*ffc4-7'nt- 1 - y b^r-sJ f-Jly^J -)l> (15. 9 9 g) 
£&7KT-h^fc Kd77> (2 0ml) KigjBU T;l^>^K^Ttt5|&£© v 
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•> * A|&5fc (1. 9 7 g) ^iXtiL^ 'g.KBVm&MfoT t Ko7 7>* 

otl^Sf-Ko tzW\-^\ f h7kKn75> (10ml) ic^f? L^rpBRS© 
lifth'J-n-tf^X (2 3. 9 9 g) £v<J>o < 0 iiTLfco MS*4B# 

\^x^mm<Dit^m^z 1. 3 9g> iippi o 0%-e^ o 

1 H-NMR (CDC 1 3 , 90MHz) :<50. 8 0-1. 65 (m, 27 
H) , 3. 48 (s, 3H), 5. 17 (s, 2H), 6. 91-7. 42 (m, 
4H) 

K»77#fM (FD-MS, m/z) : 42 8 (M + +l) 



H«J 2 3 (#%#J) 

4 - b: F'n4->7 ^— ;b 4 - h U ?;M-py 3-)V7 )V jr h > 
^86812 2T?#^4- h U -n-y^-;Uf->- 1 h + y^f^7x;-^ 
(1. 2 8 2 g) irfJflSS©4 - ( h 'J7Mo> ?-;!✓) O V-< )lt? n 'J K 
(6 2 6mg) ^^dd*U (5ml) K7gft?U rfifi£n n n® b'X (h'j7x^ 

» A7-;^A (II) ?n>J K (8mg) £A*U 5 B^itaft L 

jmm-??*i'Vi*-eigMLtz Q mzTmrnw^izm^ntzmm ci. 028 

g) ^-rh^fc: F'o77> (2ml) K*gft?;i-fcK tK (5ml) £ 6 N&ifeKJg 

(12ml) *lmx.T4. 5B#HaBftLfco KsCSR^SriSfnifrft;*- 
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h/7 7^-c«t^i!u mm®4te?yQ$:3 a 8m g . urns o%ti#*i, 

##rM (FD-MS, m/z) :2 6 6 (M + ) 



■MM 2 4 

(4-h'J7;btpyf^7x-;b) {4- [(6, 7-y^^y-4-t 

y u )V) ] j y (2 9) 



4-^ no- 6, 7-y> h + ->+yiJ> (8 1mg) <t HJife^J 2 3 "CWc 4 
-tKD + ->7x^ 4-MJ7Mnyf^7x^ 7"h> (28 8mg) 
£"M£rU 1 8 0°C*2 0^^L^m> RJ&M£r^£-^*-tf->/T-fer h > 
(2/1) T-Jggfl-ra^Si/UTjy^^n-Th^^^^-^^^ffl^L. SM© 
it^i®}*: 98mg, 6 0 %T|#7^ 0 

^ H-NMR (CDC 1 o. 50 OMH z) : 6 4. 03 (s, 3H), 4. 
06 (s, 3H) , 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H), 
7. 94 (d, J=9. 2Hz, 2 H) , 8. 59 (d, 5=4. 9Hz, 1 H) 
^I(FD-MS, m/z) : 4 5 3 (M + ) 



2 5 (###D 

(1. 2 8 2 g) £rf5IRiS©4- bM'CJl'ta D K (4 6 4m g) on* 

Jl<t* (5ml) IcSBBLn rtJBSSOfX ( b 'J 7x-MX7^ >) /<5 5>«>A 

(II) 7oiJ K (8mg) £A*U 8 l$lfflit«E L fco SJfc&^^fUfefll 2 3 t 
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Ltz 0 «ETjgfi9*ift»fcaHi (9 6 7mg) h7kKD75> (0. 5 
ml) fc^fl^-tK tK (4m 1) £6N*SK7Ki&ifc (10ml) ^MT7^FI 

lmg, JR^3 4%-?'&tZo 
Sl7)ttt (FD-MS, m/z) : 212 (M + ) 



Hiflifll 2 6 

(4- [(6, h4->-4-^;'J;b) t^-y] 7x-^} (4-/ 

=f-)l>7 y > (3 0) 

4 no- 6, 7-^^ + ^yj> (8 9mg) <t HJfeM 2 5 fc 4 
-tFo+->7x^ 4->f^7x^ th> (2 48mg) 
18 0^10 ftmtW L fctfe. £56609 2 4 £ PlfllO^S-Cltill-r 6 C £ £ t) x 

1 H-NMR (CDC 1 3 , 500 MHz) : 52. 45 (s, 3H), 4. 
03 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J = 8. 6Hz, 2 H) , 7. 30 (d, J=7. 9Hz, 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J=7. 
9Hz, 2H) , 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J = 
4. 9Hz, 1H) 

Il^lffffi (FD-MS, m/z) : 3 9 9 (M + ) 

^S£#J2 2"e#fc4- h U -n-y^-Jl^->- 1 -y h + yyf;l/7x7-;l, 
(1. 2 8 2 g) tmtR8 t <D3-?uw<>*M)l,9 n D K (525mg) 
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na*JVM (5ml) KjSfl? U TpRS© \£x (h'j7x_;^X70) 

(II) *n»J K (8mg) ^Ati N 7mNIBat«ELfeo ^i^^^^WJ 

A^iL/; 0 MJET^£SS±m*§7^^ (1. 9 1 4 g) ©F^ -SB (1. 5 
6 3 g) ^BKD. fh7tKD77> (1ml) IzmmtS-tt^ 7k (7ml) £6 

N^Tk-^ (i7mi) ztiaz-T 8mmmmLtz 0 Kfcm&va&mmm2 3t 

|slli©^T^SL. mm(D4t&Vd%: 3 1 3mg. iR^2 2%Tl#fc 0 
M#tff IS ( F D - M S , m/z) : 2 32 (M + ) 



I^Jfe^J 2 8 

(3 - ^ PQ7x-;l/) {4- [(6, 7--^/ h^->-4-^7'J^) t4- 

->] z^£^k> * ? y > op 

4-7DD-6, 7-vV h + ^>+y U > (8 9mg) tmm&\2 7 3 
-^nn:?^^;!/ 4-tHD + ->7i-;b ^rh> (2 7 9mg) ^jg^U 

1 H-NMR(CDC1 3> 500 MHz) : (5 4. 0 5 (s, 3H), 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz, 1H) , 7. 31 (d, J 
= 8. 5Hz, 2H) , 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 37 — 8. 03 
(m, 4H) 

m&fttirm (FD-MS, m/z) : 419 (M + ) 
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$mm 2 9 

rtflES© — h 9 y (5m 1) i*3 % mm°a(DT— V-Jl (5 4 lmg) irfT 
H5S©4 - t -'7*-As<>V'(Jl'jr o U K (9 8 3mg) irfJIKaox* > 
A(III) h >J 7;M-o^ h (4 9 2mg) 6 0tl:t2 

^8 6 2rag, IR^6 4%^/c 0 
KftfrtFHI (FD-MS, m/z) : 2 6 8 (M + ) 

mmm 3 o (##w 

^»J2 9Tl#/c4 - t - y* )ly 3. — )l 4-y h + ^7x-^ *r h > 
(8 6 2mg) £N, N-^^f;l/^;l/A7 ^ K (3 5ml) KjgfcPU th'J 
yJ*T*/ h*i/ K (562mg) £Jn* x 7;l/=f>3?HaT3l^rajB«EL^o 

rjt^^i^ io%u >M*iSttii^»if-^t?^@i LtzW:, wm*-* )i>m*m 

7*MW v i/y l* L > ^EET^^^f £ d <t ic «fc t? > mM<D<t&&!$: 
7 9 4mg, JR^9 7%T^c 0 

1 H-NMR (CDC 1 g. 500 MHz) : 6 1. 36 (s, 9 H) , 
6. 92 (d, J=8. 5Hz, 2 H) , 7. 49 (d, J=8. 6Hz, 2 H) 
, 7. 72 (d, J=7. 9Hz, 2H), 7. 79 (d. J=8. 5Hz, 2 
H) 

Sl^tfftt (FD-MS, m/z) : 2 5 4 (M + ) 
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mmm 3 i 

(4 - t {4- [(6, 7 - i> 1 4 -*J l> )V) 

±±iS] *9J> (3 2) 

4-^dd-6, h * v'+y 'J > ( 3 4 1 m g) tMMm 3 0 Tl#/c 

4-t-^7x-;b 4-tKo + ->7x-^ Yh> (77 5mg) ^1 

*7A^D7h/57^ - K «fc 0 flljg U ^©{^4^7 2mg N iR^l 1% 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 6 1 . 38 (s, 9 H) , 4. 
04 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1H) , 7. 5 
0 (s, 1 H) , 7. 52 (d, J=8. 5Hz, 2H) , 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J = 4. 9 H z, 1 H) 

nmftffim (FAB -MS, m/z) : 44 2 (M + +l) 



n^j3 2 emmm) 

rfrg&S©- ho^ (50ml) tfi N mi&S.©T- V-;b (3. 2 4 4 g) 
£Tft!Kncj<£> 4 — "7 x-^^y^f a 'J K (6. 5 0 0 g) £mB&? a £W <y x 
;ut°^A (ill) h'J7Mo^>7^t4-h (1. 8 6 1 g) ^Ja^ 
6 0 °C J" T 2 4 Mfffimft L fco MtE'M^^TK t ? u a * ;b A T^Sim> ? o a 
^obAM^TKiit^^^^AT-^LMffT^S^LT^^ (9. 8 
4 2g) g& (1. 0 0 g) ^t>/7th>«t5y'J*>r' 
^7A^ o-s- F/77^f - ic J; «9 *f§!i U HSeMfc^^ 3 0 0mg N iRsp3 
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4 

1 H-NMR (CDC 1 g , 500MHz) :<53. 90 (s, 3 H) , 6. 
98 (d, J =8. 5Hz, 2H) , 7. 40 (t, J=7. 3Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d, J=7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2 H) , 7. 85 (d, J=8. 5Hz, 2 
H) , 7. 8 7 (d, J = 9. 2Hz, 2 H) 

mmttVrm (FD-MS, m/z) :2 8 8 (M + ) 



HJfe^J 3 3 (##M) 

^Jfe0>J3 2^fc4 -t*7i-^ 4-n + y7x-;b ^rh> (2 6 7m 
g) £N, N-->7fMM7; K (20ml) |:S»U th^Aft^ 
h * K ( 1 6 2 m g ) * Sax.. T Jbrf >5£ffl£tT 3 BESSIE I- fco SiCiR^te 
*1 0%U >Mft7K^i^S?i^JUT^iSL. »Kxf;H*0. 5NJfflBMfck 

*^+*>/^»jc.f-;^jgBg^ _ 'Sv /, ;*y^*7A^o^' h r 7 -7 * - -CHUMS 

1 H-NMR (CDC 1 3 , 500 MHz) : 56. 91 (d, J =8. 5H 
z, 2H) , 7. 43 (t, J = 7. 3Hz, 1 H) , 7. 52 (dd, J = 7. 
3Hz, 7. 9Hz, 2H) , 7. 70 (d, J=8. 5Hz, 2 H) , 7. 7 
5 (d, J = 7. 9Hz, 2H) 7. 77 (d, J = 7. 9Hz, 2 H) , 7. 
8 3 (d, J = 7. 9H z, 2 H) 
WmftVrm. (FD-MS, m/z) : 2 7 4 (M + ) 
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mmm 3 4 

(4- [(6, 7 -V* h^->-4 UjU) ^ (4-h" 

y *? J > (3 3) 

4-^od-6, h4-v+y 'J > (6 5mg) <hHJfe^J3 3Tf#*:4 

-lf7*.=.;U 4-tF'D+i/7x^ (79mg) 180 

°C4n3 o^itftLfco M^?oo*;^/S|xf^ (i o/l) T 

mg. i&^3 7%Tl#*io 

1 H-NMR (CDC 1 3 , 90MHz) : 6 4. 11 (s, 3H) , 4. 1 
4 (s, 3H), 6. 74 (d, J =5. 3 Hz, 1H), 7. 30-8. 09 

(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 

5C*#0f*£ (FAB -MS, m/z) : 4 6 2 (M + ) 



Hifefll 3 5 (#%#J) 

rfriRS©— hajpy (10ml) HfflfcS© 7 — v - ;b (1. 0 8 1 g) 
irPip a D ©2-t7h^;^DU K (1. 9 0 6 g) irfii D n p©^ yf ^t'^A 
(III) h'J7Mo^^>x;^^-h (6 2 0mg) &1)Qx.^ 6 0ti:t8 
l^raiK^ L tz 0 jRj£jg^«fc&;fc£ ? a a * a n *;UAJi£&7K 

17mg N iR*£3 1%-e^/Co 
1 H-NMR(CDC1 3 , 500 MHz) : 5 3. 89 (s, 3H), 6. 
98 (d, J = 9. 2Hz, 2H), 7. 53 (t, J=8. 6Hz, 1 H) , 
7. 58 (t, J = 9. 2Hz. 1H), 7. 86-7. 93 (m, 6H), 8. 
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2 1 (s, 1 H) 
Steffi (FD-MS, m/z) : 2 6 2 (M + ) 

HJSM 3 6 (#%#J) 

MM&l 3 5 Tl§7t 4 — ^ h + y7x^.;l/ 2-^-^f-;b ^h>(7 3 5mg) 
£-N, N-i?y^*;l/A7 5 K (2 0ml) fc^ft?U f h'J 7i,fty 
> F ( 4 9 1 m g ) £}jn;i. T ^ =f >5?ffl^T 5 NrHilM L fe Q S^jg^fe^H 

3 3 i ^o^^es o xmmt s c £ ic <t mmcDite?®* 5 9 5 m g N 

H-NMR (CDC1 3 , 500 MHz) : 6 6. 93 (d, J = 7. 6H 
z, 2H), 7. 61 (t, J = 7. 0Hz, 1 H) . 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 Cd, J=8. 5Hz, 2 H) , 7. 78-7. 80 
Cm, 1H), 8. 02-8. 10 (m, 3 H) , 8. 2 5 (s, 1 H) 

(FD-MS, m/z) :2 4 8 (M + ) 

nmm 3 7 

{4- [ (6, 7-y7^y-4-^7'J^) tt->] 7x-^} (2-^- 

Zf2k) > (3 4) 

4 -y*nn-6, 1 - : Jt h^->+7 U > (1 1 2mg) iHWJ3 6Tli^ 
4-fc Kn + y7x-;b 2-^7^;b ^ h > (124m g) £zi£U 1 8 

o°c*3 oftmmftLtio &fom&®szmm&m*m+ h <j -y-ATk^&iy-no 

^^m^flfzBm. (2 2 7mg) ©— gff (5 0mg) £HK*K 7od^;^/ 
ifcggi^U (5/1) -eg^tSf fy 'J ^yV^ dt h ^7 7 >f - Ci 
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U ^M<Dlb&W& llmg> WM2 3 %Tr^tz 0 

1 H-NMR (CDC 1 „, 90 MHz) : 6 4. 05 (s, 3H) , 4. 0 
7 (s, 3H) , 6. 70 (d, J=5. 3Hz, 1 H) , 7. 35 (s, 1 H) 
, 7. 4 8-7. 90 (m, 5 H) , 7. 96-8. 05 (m, 6H), 8. 2 
9 (s, 1H) , 8. 60 (d, J = 5. 3Hz, 1 H) 

(FAB-MS, m/z) : 4 3 6 (M + +l) 



2SJ60J3 8 (#%0D 

4-y h^->7x-;b 2 -^ji— ;U yh> 

rUISp^O— h o ^ > (1 0m 1) ^ TlfJRa©T — V-^b (l. 0 8 1 g) 
i*p®2-f7'f^n'JK (1. 4 6 6 g) chUTIES® tJI bf-> A 
(III) MJ7Mo^>xM4-h (6 2 0mg) £#0*.. 6 0t:i:T8 

t). mmcDlt-SVaZ 9 6 5mg, JK^4 4 96T^ 0 

1 H-NMR (CDC 1 Q , 5 0 0MHz) : 6 3. 8 9 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (d d, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H) , 7. 90 (d, J=8. 6Hz, 2 H) 

mmftVtm (ED-MS, m/z) : 218 (M + ) 



HJ£#>J3 9 (#%#!) 

MM&\3 8r*#*i4 -J h + ^7x- )l 2-n--Jl< (8 04rag) 

£N, N-i^y ^;^;l,A7 S K (3 0ml) J^A?U *) J**Hr / 

•>K (6 4 5mg) SrtJU^U 7VU=f V^HWlT 5 ^fffl«^ Lfco 
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* 7 A^D7F/77^ -Tlf^CiCJ:^ &m<D<t&fa& 7 0 2mg, 

w.m 9 3 %-emtL 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 56. 84 (brs, 1H), 
6. 93 (d, J=8. 5Hz, 2H), 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J = 
4. 9Hz, 1 H) , 7. 83 (d, J=8. 5Hz, 2 H) 

(FD-MS, m/z) : 2 0 4 (M + ) 

H»J4 0 

(4- [ (6, 7--^^ 'J^) t^y] 7x_;i/} C2-f- 

;b) t 9 J y (3 6) 
4-^oo-6, 7-v^ N + i/^y U > (11 2mg) <hH^J3 9m 
4-fcKD + y7x^l/ 2 >r h > (1 0 2mg) fcig^U 1 6 

ot*4o #raat# l fc 0 s^jg^a^iufe^j 2 4 1 i^«©^r &-e*if$!f-r zzt 

1 H-NMR (CDC 1 g, 500 MHz) : 5 4. 04 (s, 3H) , 4. 
07 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) . 7. 29 (d, J=8. 5Hz, 2H), 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J = 8. 6H 
z, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
KM^tfrlit (FAB-MS, m/z) :3 9 2 (M + +l) 
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mmm a i 

(4-^DQ7x-;b) {4- [ (6, 7-y7^y-4-t;'Jib) ^ 

i>] > (3 7) 

4-^do-6, ] )> (1 1 2mg) irUiSScD4-^D 

D7i-;b 4-tKn + i/7x^l/ ^rb> (3 4 9mg) *I^U 180 

vtp20ftmm&Ltz o m^&fy&tuufrjv^/wmz-** (5/n t« 

g. 2%X-mz 0 

1 H-NMR (CDC I 3 , 90MHz) : 54. 03 (s, 3 H) , 4. 0 
7 (s, 3H) , 6. 66 (d, J=5. 3Hz, 1 H) , 7. 19-7. 34 

(m, 2H) , 7. 4 4-7. 5 6 (m, 4 H) , 7. 7 1-7. 9 9 (m, 4 
H) , 8. 5 8 (d, J = 5 . 3Hz, 1 H) 

fi^t (FD-MS, m/z) : 419 (M + ) 



mmm a 2 

tA-7 )V*W7 {4- [ (6, h^->-4-^; 'J;b) t 

±jj] y^-Ji} J y (3 8) 

4-^ uu-S, 1- S J* Y* ; s*cJ >J > (11 2mg) <hrfJ|g£ 3 n (D4 
to7x^ 4-hFo + ->7x^ >7-b> (32 4mg) £S£-U 17 

1 H-NMR (CDC 1 „, 500 MHz) : 54. 04 (s, 3H) , 4. 

07 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H), 7. 20 (d, J=8. 5Hz, 1H) , 7. 27 (s, 

1H), 7. 28 (s, 1H), 7. 47 (d, J = 8. 5Hz, 2H), 7. 
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8 6 (d, J =8. 5Hz, 1 H) , 7. 
7. 9 0 (d, J = 8. 5 H z , 2H) , 
KM##ffif (FD-MS, m/z) : 4 



8 8 (d, J = 8. 5 H z , 1H) , 
8. 5 8 (d, J = 4. 9H z, 1 H) 
0 3 (M + ) 



m&m 4 3 

(4- [ (6, t^y] 7x_;b} (.y^ — 

)V) * 9 J y (39) 

4-? on- 6, Y* : s*J U > (9 lmg) £rfJ|££,<Z> 4 - t Ko 

^^'O'^x^ (2 4 3mg) £M£U 1 8 0tt3 0 #fUMl# L /c 0 ^ 

3ii wm<D-J5&-znm-t z> c t iz & k> > mm^t-sm^ 3 8 

mg N i[X^2 4%Tl#/c 0 

1 H-NMR (CDC 1 3 , 90MHz) : 5 4. 03 (s, 3H), 4. 0 
5 (s, 3H) , 6. 66 (d, J=5. 3Hz, 1 H) , 7. 31~7. 99 
(m, 11H), 8. 57 (d, J=5. 3Hz, 1 H) 
li^ffi (FD-MS, m/z) : 3 8 5 (M + ) 



MMffl 4 4 (#%M) 

3, 5 - h^-> h^j.> 

T-t? h^i h (2 0 0ml) tZfflRg,® * Jl is J -)l (5. 7 7 g) &i&m 
£-fef\ y^^H»» (8. 4 7ml) tmmtrVV/* (12. 3 g) £ft];LT. 
2 . 5 mmigffi L 7^ 0 KJtSE^ftte** i' & tf> ? n n ah A-Z?#H8U * a o 

^•v-y/wm^Jis (5/i) •einn^Mm^A^ h/5 7 ^ 

- T *f Shf £ C ifcj;^ mm<D4t&V8$: 5 . 0 4 g. JR*8 2 %"e»fc 0 
1 H-NMR (CDC 1 Q , 5 0 0MHz) : 6 2. 3 0 (s, 3H), 
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3. 76 (s, 6H), 6. 30 (s, 1 H) . 6. 37 (s, 2 H) 
fctTR-r t Kd77> (10ml) i:» 4 4lr?#7t3, 5 -*J* 

(i. oog) ^jgjgLx mfmmmrf - a 5°c^m§h(D 2 . sm© 

n-^l/^^A-^*t>j»« (2. 9 0m 1 ) ZlJQZ-tz'&^ 3 0#IHI«# 
L/Co MK. TU1RS©4 -y h**>^>WA^ DiJ K ( 1 . 23g) ^rh5 
tKo77> (10ml) MigJBU -4 5°CtpT~®^ < <0lJQjltz o ll$IHm 

*-e«#su ix.i&m&m&ykt? au*j\,j*T~&mu 9au*j\sj*m&m7m 

^-f-^ (5/1) TSS t S y U * y ^ * 7 A ^ o v h ^' 7 7 >r - T*IS!lt 5 : 

tiz&t)^ ilCft^^ 3 8 4mg> JR*2 0%-ef§fco 

^ H — NMR (CDC 1 3 , 5 0 0 MHz) : 52. 40 (s, 3H), 3. 
69 (s, 6H) , 3. 85 (s, 3H), 6. 43 (s, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 7. 82 (d, J=9. 2Hz, 2 H) 

2, 6--^bKp^y-4-yf^7x^l/ 4-b F'p^y7x-;i/ >r h 

^7K^{b^f-b> (10ml) icHWJ 4 5 2 , 6 - h*i>-4- 
y 4-/ h+v/7x-;l/ 7"h> (3 2 1mg) ^)SU *^ 

^TPBRSO h >; 7*D*^7 > (349ml) £*$>o < tJflQX.*:^ MS^T— Bfe 
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H — NMR (CDClg, 5 0 0MHz) :<52. 16 (s, 3 H) , 6. 
16 (s, 2H) , 6. 79 (d, J = 8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 



HJfe^J 4 7 

(2, 6-^bKn^i/-4-y f ;l/7 x ^) (4- [(6, 

j^j^j T^ikl (4 2) 

4-^ao-6, 7-vV h + U > (6 1 mg) tm&m 4 6 Tsmtz 2 , 

(lOOmg) a-^^y f;l,x-f;l/ CO. 5ml) fcigft? 

1 7 0°C£2 O^raat^L^o SiEffi^^-iaiDKBKTK*^ h U ^AjfcSS 

(1 0 0/1) T«f5>>'J^W7i,^DV h^77^ -ic 

H — NMR (DMSO, 5 00MHz) : 
6 2. 18 (s, 3H), 3. 90 (s, 3H), 3. 95 (s, 3H), 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 32 Cd, J=9. 2Hz, 2H), 7. 42 (s, 1H), 7. 43 (s, 
1H), 7. 82 (d, J=8. 6Hz, 2H) , 

8. 5 4 (d, J =5. 5Hz, 1 H) 

«S#tJf m ( F D - M S , m/z) : 432 (M + +l) 
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nmm a 8 mnm) 

6, h4y-4- (4--hn7x;4i/) 4;'J> 

4-^dd-6, 7-^^^;'j> (1. 8 4 g) £rfTB5S©4 -- h 

□ 7x;-;K3. 4 2g) £rM-£\ 1 7 0°CKT5 O^^L/co Mfittf 

5A?n-?h?^7j -iZ^tomWlL^ mm<Dlt&®$:4. 5 4g. 45^8 9% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 54. 01 (s, 3H) , 
4. 06 (s, 3H) , 6. 69 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H) , 7. 37 (s, 1 H) , 7. 47 (s, 1H) , 8. 
32 (d, J=9. 1Hz. 2H) , 8. 62 (d, J=4. 9Hz, 1 H) 

WmftVrm (FD-MS, m/z) : 3 2 6 (M + ) 



6, h*i/-4- (4-7^7xy^-» ^7'J> 

6, 7-^7 h + ->-4 - (4--ho7x; + y) +7'J> (1. 0 0 g) 
2rN, N-yyf;^A7; K/fttxf^ (3 0m 1/1 5ml) f-7§ft?U 

1 0 %7kwti&< —tfcM (6 9mg) zuaz.* Tkm&mm.TW.UizT 1 1 
/•c^tk^^- h u vi*-&&mLtz 0 mE.Tmmw3kL, mmmt&va* 7 9 9 

mg. i&*£8 8%Tfi#*: 0 

1 H-NMR (CDgOD, 5 0 0MHz) : 5 4. 00 (s, 3 H) , 
4. 00 (s, 3H) , 6. 47 (d, J = 5. 5Hz, 1 H) , 6. 82 (d, 
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J = 8. 6 Hz, 2H), 6. 96 (d, J = 9. 2 H z . 2H) , 7. 32 
(s, 1H) ( 7. 62 (s, 1H) , 8. 36 (d, J=5. 5Hz, 1 H) 
WMftVrm (FD-MS, m/z) :2 9 6 (M + ) 



HJfe^J 5 0 

N — {4 - [ (6, 1- : J* h^->-4-^y 'J— ;IQ *±>0 Z^Eikl z 
3 - b° U 2>^Jdl±l. I K C 6 1) 

6, 1-*J* h*i/-A- (4-7; 7 7x7 + ^) +7 U > (57mg) <h 
rffflRS©— (3 7mg) £N, N- 'J/ + )l>* )V UT x K (2ml) (c 

»»Lfc^ (3* -^WU^nt^) fc^sKSH'S 

KiilHS (7 9mg) £fln*.x SffiKT5l$KI«#Lrt:o Kfem&fa&fctWm 

U mm<D4t£}®£4 7mg N iR^6 1 %Tl#;fc 0 

X H-NMR (CDC 1 3 , 500 MHz) : 54. 05 (s, 3H), 4. 
06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1H) , 7. 47 (dd, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2 H) , 8. 49 (d, J=4. 9H 
z, 1H), 8. 79 (d, J=3. 7Hz, 1 H) , 9. 13 (s, 1 H) 
MMfttirM (FD-MS, m/z) : 401 (M + ) 
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H«J 5 1 

N — {4 - [ (6, 7-i?M h^-iy- 4 -4-7 'J jjrj/] Z^zM Z 
(3, 4 ->>'/• H^>7^-;lQ ^Mfj^gJ K (62) 
6, 7-vV h + ->-4- (4-7;;7 i > + v') 4-7 U > (5 6mg) £ 
W D ©3, h + ^lSi (6 0mg) £N, N-^>f;^;l/A7 

5 K (2ml) KrgflPU 1-^-^-3- (3' -v^ Wiy^Dh^) 

(1 0/1) ^JgM^**>U rty^a^A^o^r h?77^ - 1:: «fc 9 «MH U * 
«©*b£«&£ 7 m g N JK^8%Tl#/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 87 (s, 3 H) , 3. 
87 (s, 3H), 4. 06 (s, 3 H) , 4. 07 (s, 3H), 6. 48 
(d, J = 5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2H) , 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H), 7. 43 (s, 1 
H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H) , 8. 48 (d, J=5. 5Hz, 1 H) 
R*##HI (FD-MS, m/z) : 4 6 0 (M + ) 



^Jfe^J5 2 

N- {4- [ (6, 7--/7 h^>-4-*7 'J-AQ - 

n"vfr-fr>a;l/#4"9- 1 K (6 3) 
6, 7-^h + ->-4 - (4-7; J 7 i ;*v') U > (5 2mg) t 
lfiWL£i<Di'?u'^lr-9->JjJl'**>Wt (4 6mg) *N, N-i?^f ;l/*;^7 5 
K (2ml) ttgJBU 1 3 - (3' -^WU^Dt^) a 
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Fmmm (8 4m g ) zm*-. m&i-T2 2^mmnLtz^ mmm 

1 H-NMR (CDClg, 500 MHz) :<51. 30 (m, 2H), 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2 H) , 1. 9 7 
(m, 2H), 2. 26 (m, 1 H) , 4. 05 (s, 3 H) , 4. 05 (s, 
3H) , 6. 43 (d, J=5. 5Hz, 1H) , 7. 14 (d, J=8. 5H 
z, 2H) , 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H) , 7. 63 (d, J=8. 5Hz, 2H), 8. 47 (d, J=5. 5Hz, 
1 H) 

K*##r4i (FD-MS, m/z) : 4 0 6 (M + ) 

m&m 5 3 

N- {4- [ (6, 7jz2Jl If y^—Jl} - 

2-7^>t>Jltf*-y-i K (6 4) 

6, 7-v^y b*i/-4- (4-7i;7xy + y) +;>J> (55m g) i 
rUI5tS©2 - 77>*M'>| (3 2mg) £N, N-y7fyl/*;^7; K 
(2ml) {^^L> l-J^A—3- (3* -^^W;;7Dt» 
sKiM 5 Kttflfett (9 lmg) Ztinx., ^MKT2 2 B$Mtt& LrtigU f£*60!15 
1 <hl^«©iftffc(£«fc^T«SB!U mm<D4t&%l&3 5mg. JK^4 8%Tiffc 0 

H-NMR (CDClg, 500 MHz) : 54. 04 (s, 3H), 
4. 05 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d, J = l. 8, 8. 7Hz, 1H), 7. 20 (d, J=8. 6Hz, 2 H) , 
7. 28 (d, J=7. 9Hz, 1H), 7. 42 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 2 H) , 8. 
35 (s, 1H), 8. 49 (d, J = 5. 5Hz, 1 H) 
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5»#tlrffl (FD-MS, m/z) : 3 9 0 (M + ) 

mmm 5 4 

N — {4- [ (6, h^->-4-^y 'J - ib) 7 - 

3-^:fr7^>ft^*Mr-^ K (6 5) 

6, 7->M h*i/-4- (4-7;;7xy^y) +;'J> (54m g) <h 
TUISa©3 - ft7x>*W>| (4 4mg) £N, N - : J / ^-Jl^JlAT i 
K (2ml) tzmMl, l-x.f-jU-3- (3" - : J t * )IT i. J zf u \£ ){,) ij 
JltfifJ i (8 2mg) *riniU lfii:t3 lW^Lfcl, H»J 

5 1 <h l^©i£m- <k o TfitSS! U ^fi©ft£4&l£4 1 m g, iR^5 5%-e*#7t 0 

1 H-NMR(CDC1 3 , 5 0 0MHz) : 54. 02 (s, 3H) , 4. 

04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) . 7. 17 (d, J 
= 8. 6Hz, 2H) , 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H) , 7. 56 (s, 1 H) , 7. 73 (d, J=8. 6Hz, 2 H) , 8. 

05 (dd, J=l. 2, 3. 1Hz, 1H) , 8. 37 (s, 1 H) , 8. 4 
7 (d, J =5. 5Hz, 1 H) 

Si^t (FD-MS, m/z) : 4 0 6 (M + ) 

f«l»J5 5 

N — {4- [ (6, 7-vM h*->-4--fr/ 'J -AO *±±] y^—M - 
(4 - — h n 7 ft^a^-frS K (6 6) 

6, 7-^n + y-4- (4-7;;7xy + y) +;>J> (llOmg) 
irfi|g l S I ©4 h P^m#S? (lOOmg) £N, N-y7Wwl,A7; K 
(4ml) ic^ftSU 1 3 - (3' - i>7 ; 7 h°^) 

tf^-T = Ri&S^ (1 7 6mg) £Jn;U I£i:T2 2 B^if^ L Hife^J 
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5 o tmmvmmz&^Tffimu mm^t^^i 2 6m g> 7 7 

1 H-NMR (DMS O- d 6 , 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d. J = 5. 5Hz, 1H), 7. 29 (d, 
J = 9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2 H) , 8. 48 (d, J=5. 5Hz, 1 H) 
. 10. 7 (s, 1H) 
li^I (FD-MS, m/z) : 4 4 5 (M + ) 

mmm 5 6 

N- {4- [ (6, 1-*J* h^i>-4-^y 'J— )V) ^->] y^—M - 
(N, N--^^;l/7;;7x-^) fiJim-Vi K (6 7) 

6, 7-i>7 h + ^-4- (4-7i77xy+y) +;>J> (51m g) £ 
Tf3HSa04-v?y J&BMWL (4 4mg) £N, N-y7f^;l/A7 

$ K (2ml) fc&APU 1 -J.^-Jl- 3 - (3' -^^7;^ob^) 
rt^UsKSM ^ Ki£6£i& (8 3mg) ^&KT1 6B#F H m^L^. HJg 

^J5 1 tmm(Dmmzj:-?xmmi, mm<Dih&m&7mg^ wmi o%-c-mz 0 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 3. 06 (s, 6H), 
4. 05 (s, 3H), 4. 06 (s, 3 H) , 6. 48 (d. J=4. 9Hz, 

1H), 6. 71 (d, J=8. 6Hz, 2 H) , 7. 17 (d, J=8. 5H 

z, 2H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 74 (d, J 

= 8. 5Hz, 2H) , 1. 81 (d, J=9. 2Hz, 2 H) , 7. 94 (s, 
1H) , 8. 49 (d, J=5. 5Hz, 1 H) 

li^I (FD-MS, m/z) : 44 3 (M + ) 
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mmm 5 1 

N- {4- [(6, 7-v7 'J-^) t^y] - 

(4-7t^7x^l/) t)Jl<#*-V-i K (6 8) 
6, 7-^n + ->-4- (4-7;77x; + -» *7 U > (54m g) <h 
rfmSh<D4 -T-te^Jl&MMWt (4 6mg) ^N, N-y7f;^ibA7; K 
(2ml) izmmL, (3' -y7W;;^nh°;b) 77 ;b 

Ki£it£ (8 7mg) £J[PU ^{CT2 2B#r B im^Lfcm> H»J 

50i [h)^i©^(c j: o rifm u mmoxt&m* 4 3 m g , 5 3 %ti#*: c 

1 H-NMR(DMSO-d 6> 500MHz) : 52. 66 (s, 3H), 
3. 94 (s, 3H) , 3. 95 (s, 3H), 6. 48 (d, J-4. 9Hz, 
1H), 7. 28 (d, J = 9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
52 (s, 1H), 7. 94 (d, J =9. 2Hz, 2H), 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 

nmfttifm (FD-MS, m/z) : 44 2 (M + ) 



mmm 5 8 

N — {4- [ (6, 7-v>V h4^-4-^y 'J-^) y^-M - 

(4 )V) iDl^^-l K (6 9) 

6, 7-vV h^v-4- (4-7i77x; + -» *7 U > (54mg) t 
rt!ln D D CD4-yf;^Mi (5 4mg) N--/7fWA7; K (2 

ml) iC7gj$U 1 -X-^-Jl- 3 - (3' -^^f^7iy^nt» t>Jl# : J 
-f 5 Kigg?i£ (8 5mg) SrflQ*.. ISl'T 2 2 [HIBIft 1 L tztik-* H«J 5 1 <h 

1 H-NMR (CDC 1 3 , 500 MHz) : 8 0. 95 (t, J=7. 3H 
z, 3H) , 1. 3 8 (m, 2 H) , 1. 6 4 (m, 2 H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J=5. 5Hz, 1H) , 7. 19 (d, J=9. 2Hz, 2 H) , 7. 
30 (d, J = 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H), 8. 03 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
MbMHfi (FD-MS, m/z) : 4 5 6 (M + ) 



HM^J 5 9 

N- {4- [ (6, 7-yn^y-4-t/'J-ib) t^y] Z^£i£k> ~ 
C4-T i J y ^— )V) ft^MjfrgJ E ( 70 > 
{4- [(6, 7->yn + y-4-+;'J-;Wt+y] 7x-;H (4- 
-^7x-^) K (lOOmg) £N, N-^mM7; 

K/»»xf^ (9ml /5ml) L> 10%^7^7A-KI (6 9m 

£8 5mg. JK^9 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 5. 75 (brs, 2 H) , 6. 46 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2 H) , 7. 22 (d, J=9. 
2Hz, 2H), 7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 73 (d, 
J=8. 5Hz, 2H), 7. 89 (d, J=9. 2Hz, 2H), 8. 46 
(d, J = 5. 5Hz, 1H), 9. 90 (s, 1 H) 

(FD-MS, m/z) : 415 (M + ) 
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nmm 6 o 

N- {4- [(6, 7-v?y t^->3 y*—M - 

4 - b° U § K (71) 

6, 7-v?/h*'>-4- (4-7; 7 7x7 4--» 4- / V > (5 3mg) £ 
TUKSO'T V — ^f->iS? (4 5mg) £N, N-i>7f^l/A7; K (2ml) 
i:SIS? L> l-xf^-3- (3' - f ;b7 ; ; "/d b'A) 5 K 

&B£& (9 8mg) £tjn*.> 2B*H«#Lrt:SU H WJ 5 1 £|h|*8<D 

1 H-NMR (DMSO-dg, 500MHz) : 53. 9 4 (s, 3H) , 
3. 96 (s, 3H) , 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
88 (d, J =4. 3Hz, 2H), 7. 92 (d, J = 8. 5Hz, 2H), 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz, 2 H) 
, 10. 6 (s. 1 H) 

W&ttffrM (FD-MS, m/z) : 401 (M + ) 

1 

N — {4- [(6, 7->7^->-4-^;'J^) t^->] 7^— ;U} - 
2-**y K (7 2) 

6, 7->M b+^-4- (4-7;/7x^-» +7'J> (50mg) £ 
Mn°0 2-f*7i>*;l/jK>i (4 6mg) £N. N-i>>f^t^A7; 
K (2ml) (cjgflPU (3' -y^f^Ti^nh^) * 

;l/#5M i KtSiWa (9 9 m g) £Sn>U ISi:t6 2 B#fiffli# L fctlU HSgPJ 

5 1 £I^«©*flsfc«fcoT»i8U &m(D{t&®}&3 7mg. JR^5 4%T?»fc 0 
1 H-NMR (CDC 1 o, 500 MHz) : <5 4. 02 (s, 3H), 
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4. 04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 11 (m, 
1H), 7. 17 (d, J=8. 6Hz, 2 H) , 7. 40 (s, 1 H) , 
7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=8. 5Hz, 
2 H) , 7. 7 3 (m, 1 H) , 8. 38 (s, 1 H) , 8. 4 8 (d. J = 
4. 9Hz, 1 H) 
Wmfttirm. (FD-MS, m/z) : 4 0 6 (M + ) 



H»J6 2 

N- {4- [(6, h^'>-4-^;'J-^) t4->] "7^— - 

4-\z7*—jl,ljj\,m-Vi K (7 3) 

6, 7-vV b*i/-4- (4-7;y7x; + y) *y 'J > (5 2mg) £ 
h 'Jxf;i,7 ^ >/mt* (3 ml /2ml) icjBfflU TtJISiS© If 7 x 

-^^'>^DiJ K (8 0mg) mM.iZT2 5V$fflm&Ltz 0 Km 

£ DD!j;W7-b h >T-Jg^^ S> U il*f foil =7 o t h 

ft^fete 9m g , jr^ i o 

H — NMR (DMSO-dg, 5 0 0MHz) : 53. 95 (s, 3 H) , 
3. 95 (s, 3H) , 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 40 (s, 1H), 7. 43 (t, J=7. 3H 
z, 1H), 7. 5 0-7. 5 3 (m, 3H), 7. 77 (d, J=7. 3Hz, 
2H), 7. 85 (d, J=8. 6Hz, 2 H) , 7. 96 (m, 2 H) , 
8. 08 (d, J = 8. 5Hz, 2 H) , 8. 48 (d, J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1 H) 
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SC*##T m ( F D - M S , m/z) : 4 7 6 (M + ) 
Hife^'J 6 3 

N- {4- [(6, 7-v>V h^->-4-*y U-AQ ;fr^->] - 
(4-^h^>>-7^^;b) K (7 4) 

6, 7-z?/ b*i/-4- (4-7;y7x/ + y) +7'J> (52m g) £- 
h ij jl^;UT 5 y/m\L* (3ml/2ml) K!Bi»U fUK n D D 0 4 - 

h**>3cJ&SH* n U K (0. 0 7ml) £fln;U 1SCT3 0 B#ISHJIt# L 

*H-NMR (CDC 1 3 , 500 MHz) :<50. 99 (t, J =7. 3H 
z , 3 H) , 1 . 5 2 (m, 2H) , 1 . 8 0 (m, 2 H) , 4 . 0 3 (m, 2 
H) , 4. 04 (s, 3H), 4. 05 (s, 3H) , 6. 47 (d, J=4. 
9Hz, 1H) , 6. 95 (d, J = 9. 2Hz, 2 H) , 7. 18 (d, J = 
9. 2Hz, 2H) , 7. 46 (s, 1 H) , 7. 57 (s, 1H) , 7. 74 

(d, J=9. 2Hz, 2H) , 7. 86 (d, J=9. 2Hz, 2H) , 8. 
10 (s, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 

KS5>tFflt (FD-MS, m/z) :4 7 2 (M + ) 



HWJ 6 4 

N- {4- [(6, 7--^^ h^->-4-^7'J-^) tt->] !7^-;b} - 
(4 -ya^ey^— )V) ft Jim--* i K (7 5) 
6, h + i^-4- (4-7U7x^-» +7U> (5 2mg) <fc 

rf3^©4-yo^m#^ (7 8mg) £N, N-^m^7; K (2 
ml) lz®Ml, 1 -i^;U- 3 - (3' -^yW^^nl:^) #;U,+:>> 
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4 s h*mm& (i o 2m g ) &ijq^ ssi:ti 7 n^Masa* l fctsu mmms i 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 07 (s, 3 H) , 4. 
07 (s, 3H) , 6. 53 (d, J=5. 5Hz, 1H), 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s. 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s, 1 H) , 7. 65 (d, J=8. 6Hz, 2 H) , 7. 84 (d, J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2H), 8. 41 (d, 
J =5. 5 H z, 1 H) 

»*##Hf[ (FD-MS, m/z) : 4 7 8 (M + ) , 4 8 0 (M + + 2) 
H«J 6 5 

N- {4- [(6, 'J-;b) t^y] y ^—ji} - 

(4- J h^->^i;l/^7x-;l/) ^kj£±^j K (7 6) 

6, 7-i» h4-i/-4- (4-7;;7i;^y) +7'J> (lOOmg) 
<tmiSS©^y ^f;l/fU7^^» (13 0mg) £N, N-i>7f;^;bA7 
5K(4ml) KygjgU l-i^^-3- (3* - 'J/ =f-)VT \ J 7°a t°;l/) 

±>)\,#:j>( \ h'mmm. (2 2 7m g ) ^m*., isc-n 8i$raaj#L*:isu n 

1 H-NMR (CDC 1 g. 500 MHz) : <5 3. 98 (s, 3 H) , 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 22 (d, J=9. 2Hz, 2H), 7. 43 (s, 1 H) , 
7. 56 (s, 1H). 7. 76 (d, J = 9. 2Hz, 2 H) , 7. 97 (d, 
J = 8. 6Hz, 2H), 8. 18 (d, J=8. 6Hz, 2 H) , 8. 49 
(d, J=5. 5Hz, 1H) 
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WmftVrm (FD-MS, m/z) : 4 5 8 (M+) 

mmme 6 

N- {4- [(6, 7--^^ h4-/-4-^; i J^l-) ^ty] - 
2 - b" U ^ ^ K (77) 

6, 7-vV h^'>-4- (4-7;77i7 + y) +7 'J > (50mg) <h 
rUBSS© t°3 U >^ (42mg) £N, N-y7fM>^7; K (2ml) Jc 
7§JS?U l-if;l/-3- (3' - i?^ f;l/7 5 ; f;b) . *^#i?>f 5 Ki 
Mm (1 2 3 m g) Ztiax-, SfiCTl 9^«^L^s H«iJ5 1 
JfcftM:: J: ^ TfflflH! U mm®4k&®%: 3 8 m g , iR$5 6%«o 

1 H-NMR (CD C 1 3> 5 0 0MHz) : d 4 . 06 (s, 3 H) , 4. 
06 (s, 3H) , 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1 H) , 7. 5 
8 (s, 1H), 7. 89 (d, J=9. 2Hz, 2 H) , 7. 94 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1H), 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J=l. 8, 4. 9Hz, 1 H) 

n&fttirm (FD-MS, m/z) :40 1 (M + ) 



mmm 6 1 

N- {4- [ (6, 7-v>^ h^y-4-^yj-;b) y^—M - 

(4-bKo^y^^-;b7x-;P) ^yjUaK^rif ^ K (7 8) 

{4- [(6, 7-yn^y-4-+;'J-A)^y] y^—M - (4 
-y h^y^;l/^;l/7x-Jl/) t>Jl>#*-9-Z Y**9J-)\< (3ml) izfeM 
U 3 3 %7kSMfc*7 'J * AtK^ ( 1 . 5ml) £fln*-. Mt? 2 fl#|lffll& L tz, 
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mm<D4k&®l%: 34mg, JR§£ 4 5 %T^/c D 

1 H-NMR (DMS O- d 6 , 5 0 0MHz) : d3. 93 (s, 3 H) , 
3. 94 (s, 3H) , 6. 47 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4H), 8. 47 (d, J 
= 5. 5H z, 1 H) , 10. 5 (s, 1 H) 
««4>#Hi (FD-MS, m/z) : 4 4 4 (M + ) 

nmrn 6 8 

N- {4- [(6, 7-->7 h^->-4-^7 'J-;l/) 7 x.—Jl>} - 

o^>^ >^jl±^i jf C7 9) 

6, h^i>-4 - (4-7;;7x7 + -» +;>J> (53m g) i 

TfTBSDnOv'^ Uf\y$ ytUltfyWZ (66mg) 4N, N-yyfM;l/A7$ 
K (2ml) izmmU (3' - V )1>T U 7* u \£ )V) jj 

i vmstm (i i omg) satti 7 nwaiti* l itau ^ijs 

W 5 1 £ f5l^|©^fF(c «k o TfiSSi U ^HO-ffc^fe* 35mg, jRig 5 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : SI. 6 4 (m, 2 H) , 
1. 8 1 (m, 2H), 1. 9 1 (m, 4H), 2. 7 5 (m, 1H), 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H) , 7. 13 (d, J=9. 2Hz, 2 H) , 7. 45 (s, 1 H) , 7. 
55 (m, 1H), 7. 65 (d, J=8. 6Hz, 2 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) , 

Kft^tfHfi (FD-MS, m/z) :3 9 2 (M + ) 
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wmm e 9 

N- {4- [ (6, 7-vV \>*i/-4-*J U-^) 7 - 

T¥-?y?yj])i#*^i K (8 1) 

6, h + ix-4- (4-7;77xy+y) +7'J> (51m g) £ 

rfJggo^OT^>>^ (1 1 Omg) <£N, N-y^fWA7; 

K (2ml) IzMMU (3' - y7 W ; / 7n h^) # 

^ Ki£®?i£ (1 0 7mg) £fln*.x SflKiTl 5 BfrBBaS* L fcSU HJfe 
#J5 1 iPim©«im-J:oTW«iU mmeHk&WZl 3mg, JRsgl 7%Tl# 

1 H-NMR(CDC1 3 , 50 OMH z) : 8 1. 8 2 (m, 6 H) , 
2. 00 (m, 6H), 2. 13 (m, 3H), 4. 05 ( s , 3H), 
4. 05 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (d, 
J=9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 55 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) , 

(FD-MS, m/z) : 4 5 8 (M + ) 



0 

N- {4- [ (6, 7-v^ h^r->-4-^ry U-;U) - 

6, 7-^h + y-4- (4-7;/7xy + y) +;'J> (110m g) 
<hffJaga0 4-T-fe h + ^ISl (2 0 7mg) £N. N- *J t f^^AT 
i K (6ml) KJgflPU 1 -ji^-jU- 3 - (3' -^VWiytnh^) 
a^tf-M ^ Vm&M. (2 2 3mg) ^fln^ ^StcT 7 B#&mt # L/cgU 

msitmmnmtK&'ixmikL^ mmoit&mzi 2 3mg. ^72%-e 
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1 H-NMR(CDC1 3 , 500 MHz) : 6 2. 35 (s, 3H), 4. 
06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (d, 3=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J=8. 6Hz, 2 H) 

8. 5 0 (d, J =5. 5 H z, 1 H) , 

liMIt (FD-MS, m/z) : 4 5 8 (M + ) 



mmm 1 1 

N- {4- [(6, 7-^^y-4-^yj^)^y] y^—Jl} - 

2- L6ziZ±-h±ii±z±Zk) ^kjj±jj K (8 2) 

6, 7-^ h*i/-4- (4-7;;7x7 + y) 4-y U > (5 lmg) <t 
ffJflRiS©6-T-fe h + v-2-^^ (1 2 lmg) <£N, N-y^m 

;V2±Ti K (2ml) fcjgft?U l-i^;U-3- (3* -^W^t'd 

tvi/) -h)\,isy4 1 vmwm (i 24m g ) ^an*. ms{cti 3t$mmLt: 

5 %TTl#/c 0 

H — NMR (DMSO-dg, 5 0 0MHz) : 62. 3 8 (s, 3 H) , 
4. 03 (s, 3H), 4. 05 (s, 3H), 6. 49 (d, J=5. 5Hz, 
1H), 7. 20 (d. J = 9. 2Hz, 2 H) , 7. 30 (dd, J=2. 4, 
9. 2 Hz, 1H) , 7. 4 2 (s. 1H), 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz, 1H), 7. 81 (d, J=9. 2Hz, 2H), 7. 
86 (d, J=8. 6Hz, 1H), 7. 89 (d, J=9. 2Hz, 1 H) , 
7. 9 4 (d, J = 8. 6 Hz, 1H) , 8. 3 8 (s, 1 H) , 8. 4 9 (d, 
J=4. 9Hz, 1H) 
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mmftVrm. (FD-MS, m/z) : 5 0 8 (M + ) 



mm 7 2 

N- {4- [(6, 7 -'J* Hr*>- 4 'J -AO j^vj -7^-;U} - 

N- {4- [ (6, 7-vM b*i/- 4- + y >J-^) ^J/] 7i-;H - 
(4-T-t? h+->7x^) #;l/tff*1M K (1 0 3mg) ^/ 9 (4m 
1) fci&flPU 3 5%7k®?{t77 U ^AtK^ (2ml) ££n;L. I£T 5 

1 H-NMR (DMS O- d 6> 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 87 (d, 
J = 8. 5Hz, 2H) , 7. 24 (d, J =9. 2Hz, 2H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 87 (d, J=8. 6Hz, 2 H) , 
7. 90 (d, J=9. 2Hz, 2 H) , 8. 47 (d, J=5. 5Hz, 1 H) 
, 1 0. 1 (s, 1 H) 
KtMffi (FD-MS, m/z) :417(M + +1) 



mmm 1 3 

N — {4- [ (6, 7-'J* ; U-;b) pT^->] - 

2- (6-bF'n4y7-7f;b) K (8 4) 

N — {4- [(6, 7 -'J* V=-)V) 7 - 

2- (6-T-tr b + i/J-yf-A) *Jltf*-*S K (4 7mg) £**y-;U (4 
m 1 ) icigjBU 3 5%7K®tft# U fATKi^tt (2ml) ^riJDX.. Sfi-Z?5B*lffl 
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H — NMR (DMSO-dg, 5 0 0MHz) : 5 3. 95 (s, 3 H) , 
3. 95 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m, 
1H), 7. 20 (s, 1H), 7. 27 (d, J=8. 6Hz, 2H), 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H), 7. 92-7. 98 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (brs, 1 H) , 10. 4 (s, 1 H) 
WMftVrW. (FD-MS, m/z) : 4 6 7 (M + +l) 

n»j 7 4 

N- (4-y h^->^^-;l/) -N / - {4- [ (6, 7->M h^->-4- 
±J_V_E^2 ±±j/2 7*—Jl} u U7 (4 3) 

6, y^f-A- (4-TS y :7^y**» + / U > (53mg) «■ 

hA^> (3ml) icJnJlftjSflp L 4-^ h + > 7 x-;K v ^>T*- h 
(0. 2ml) «rJP^.x 3 0 ftffllXiMMffi L LT£rt:i|£il£-ittKU h 
jIjl > TSfc^-f &M(D4t&&£ 54mg, iR^ 6 8 HT~'&tz 0 

H — NMR (DMSO-dg, 500 MHz) : 53. 72 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d, J = 8. 5Hz, 2 H) , 7. 19 (d, J=9. 2H 
z, 2H) , 7. 37 (d, J=8. 5Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 5Hz, 2 H) , 8. 46 (d, 
J = 5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
M$3*fffi (FD-MS, m/z) : 4 4 5 (M + ) 



WO 97/17329 PCT/JP96/03229 

8 8 



mmm 1 5 

N- (4-7;^D7x-;b) -NT - {4- [(6, 7-v>y 
^yj-i) ?f^>] 7 fruy (4 4) 

6, 7-^^ h^v/-4- (4-7;;7xy+-» *7 U > (54m g) £ 
h;l/x.> (3ml) \zljuf&mM L tz'&^ 4-7Wn7x-JKv ->7^ - h 
(0. 2ml) *J0^ 7 0 ^rajJDl»ai«E L feo tfftB LT^^ffi«:»K U h 

1 H-NMR(DMSO-d c , 500 MHz) : 5 3. 94 (s, 3H), 

o 

3. 95 (s, 3H) , 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 12 (m, 
2 H) , 7. 19 (m, 2H) , 7. 3 8 (s, 1H) , 7. 4 7 (ra, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 45 (d, 
J =5. 5Hz, 1H) , 8. 72 (s, 1 H) , 8. 79 (s, 1 H) f£fi 
ftVrm (FD-MS, m/z) : 4 3 3 (M + ) 



mmm 7 6 

N- (4 -7a*y ±=-Ad -N' - {4- [ (6, 7 - ! J * V*i;-4-* 
JV—)V) *±i^] 7x^1/} 7U7 (4 5) 

6, 7->>^ b*>-4- (4-7;;7x; + i/) +;>J> (52mg) £ 
f>;Ua-> (3ml) Kftn&?gft? L tzWi, 4-^n*7i-Mvm - h 
(0. 2ml)£flax.. 5 O^raSPJftilflEL^o LT£fc*gfl£«BKU h 
Jbji >T*&?#^ 5 - <t «k K> m.m<Ofc£im* 56mg, JR*£ 6 4 %X*'&tz 0 

1 H-NMR(DMSO-d 6 , 50 0MH z) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 19 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 45 (m, 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 

(FD-MS, m/z) : 4 9 3 (M + ) , 4 9 5 (M + + 2) 

N — {4- [(6, 7 -V* h*ris-4 -*J U-AQ *±JS] 1 - 
N' - (4--ho7x-;b) ryur (4 6) 

6, 7-^h + y-4- (4-7U7x;+y) +yj> (1 0 3mg) 
£h;l^> (10ml) KftHfeig*? L fcSU 4-- ho7i^HVv7^- h 
(3 6 6mg) 6 0 ^fBIJnJKUSflE L 3t 0 ftth L T £ ^m^itK U h 

^i>T?ifc*i-«5CilwJ;t)3ffiHOfb^j!f*l 4 lmg, J|W8 8%-e*ffc 0 

1 H-NMR (DMSO-dg, 500MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d. J=5. 5Hz, 1 H) , 7. 23 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz, 2 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 20 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1H), 9. 49 (s, 1 H) 
WMfttirm (FD-MS, m/z) : 4 6 0 (M + ) 



nmm 1 8 

N- (4-^f;l/7xz;l/) -N' - {4- [ (6, 1 - "J * h4^>-4-4- 

yu_;b) t4->] 7^ — M 7U7 (4 7) 

6, 7-^n*'>-4- (4-7;;7x; + -» U > (5 Omg) £- 
h^jc> (3ml) fc:jDa&»«? L fcSk 4-7*f^7x-Mvm-h 
(0. 2ml) ttiax-. 2 6 L fc 0 DD*U/7t h > 

(1 0/1) -eS^-r-5>"j77'!f;l/^7A^nv h^77^ -i-«fc£*ll»{U ^ 



WO 97/17329 



PCT/JP96/03229 



9 0 



mcD4k&!®)& 3 6 m g N iR^4 5 %Tl#7t 0 

^-NMR (CDC 1 g/CDgOD, 500MHz) : 50. 93 (m, 
3H) , 1. 3 5 (m, 2H) , 1. 5 7 (m, 2H) , 2. 5 7 (m, 2 H) , 
4. 06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (m, 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6H) , 8. 39 (m, 1 H) 

MKMJHI (FD-MS, m/z) : 471 (M + ) 



mrnm 1 9 

N- (4— T^y~7j. -N' - {4- [ (6, 7 = J£y h4-->-4-4- 

yij— ^l/) 7x^} »U7 (4 8) 

N- {4- [ (6, 7-vM h + i>-4- + y 'J— ;U) 7^— ;!/} - 

N* - (4-— ho) 7x-Jb^7 (lllmg) £N, N-^V^l^l/A 
7 5 K (7ml ) izmmU 1 0%*&1b'* s 7 s JV^-B&& (1 0 Omg) 
*«51SlTifli:r2 2BfR3tl#L^o RJStt^-b^^ h«rffl^T»«L 

S*U mm<D4k£r®* 6 6mg, JR^6 3KT»fc 0 

1 H-NMR (DMSO-dg, 500MHz) : 8 3. 94 (s, 3H), 
3. 94 (s, 3H) , 4. 74 (brs, 2H) , 6. 43 (d, J = 4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2H), 7. 08 (d, J = 
8. 6Hz, 2H) , 7. 16 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 
1H), 7. 51 (s, 1H), 7. 55 (d, J=9. 2Hz, 2 H) , 
8. 14 (s, 1H) , 8. 45 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

Ii5rffi (FD-MS, m/z) : 43 0 (M + ) 
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mmms o 

N- (4 -T-te^Jl? )V) — N' - {4- [ (6, 7->J* h5-»>-4- 
^/U— )V) gj^vj yUT (4 9) 

6, 7- s Jj* (4-7;;7i7 + y) + / <J > (5 1m g) £ 

h;Ui> (3ml) IzlmMJ&MLtz'^ 4 - 7tf;l/7x_;K7y7^- h 
(2 10mg) ^5n^> 2 0 h> 
(1 0/1) TWl'rt^A^nv h**^7M - J;: «fc t> U % 

SOfb^«:5 Omg. Um 6 4 %Tl#7t 0 

^ H — NMR (CDC1 3 /CD 3 OD, 500 MHz) : 5 2. 59 (s, 
3H), 4. 07 (s, 3H), 4. 07 (s, 3H) , 6. 50 (d, J = 5. 
5Hz, 1H) , 7. 17 (d, J = 8. 5Hz, 2 H) , 7. 36 (s, 1 H) 
. 7. 58 (s, 1H), 7. 58 (d, J = 8. 5Hz, 2H) , 7. 60 
(d, J=8. 5Hz, 2H) , 7. 94 (d, J=8. 5Hz, 2 H) , 8. 
4 0 (d, J =5. 5Hz, 1 H) 
WAftftm. (FD-MS, m/z) : 4 5 7 (M + ) 



mm 8 1 

n- {4- [ (6, 1zz2Jl ^'>-4-t;'j-^) ±±±i 7 x.—M - 
N' - (4 -y^y ^jyy^— ji) out (50) 

6, (4-7i77x7+y) * J U > (53m g) £ 

h;loi> (3ml) icJn^^L^m> 4-7xy*->7x^WVy7^- h 
(0. 2ml) &Ua^ 3 O^flMMLfco ^7oD*^V7-fe h> 
(1 0/1) 7?Jggfl1-^ i/U *>>f)\>iizfL.t h^?^ -fc«kt>»t!!U S 
j@©{fc£^£5 5mg, iK^6 0%-C^fco 

1 H-NMR (CDCl„/CD q OD, 500 MHz) : 54. 46 (s, 
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3H) , 4. 46 (s, 3H), 6. 51 (m, 1H), 6. 98-7. 62 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
K*#flfffi (FD-MS, m/z) : 5 0 7 (M + ) 

nmm s 2 

N — (4->fvyn^7x^) -N' - {4- [ (6, 7 - >^ L±±Lz 
4-^;U-j|/) j^i/j 7^ — frUT (5 1) 

6, 7-vV h*v--4- (4-7;;7 i ; + -» U > (51m g) £ 
h;loc> (3ml) Kjta&igft? L 4-^V^at^7x^KV«>7^- 

h (0. 2ml) 2 6^IBBP«aiilELfco ^^nn^VT-feh 

> (10/1) "eSHn^'J^W^A^Dv ^77^ -{c^f^mSIL. 
^BO<b^* 7 0 m g N JR^ 9 0 %"el#/c 0 

1 H-NMR (CDgOD, 5 0 0MHz) : 51. 18 (d. J=6. 7H 
z, 6H) , 2. 82 (m, 1 H) , 3. 9 7 (s, 3H) , 4. 01 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1H) , 7. 04 (d, J=8. 5Hz, 
2H) , 7. 11 (d, J=8. 5Hz, 2 H) , 7. 25 (d, J=8. 5H 
z, 2H), 7. 26 (s, 1H), 7. 38 (s, 1H), 7. 41 (d, J 
= 9. 2Hz, 2H) , 7. 54 (s, 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H), 8. 42 (d, J=5. 5Hz, 1 H) 

Si^fi (FD-MS, m/z) : 4 57 (M + ) 

mmms 3 

N — (4 - h 'J 7^tn^f^7x-;l/) -N' - {4 - [ (6, 7 -if* h 
+ y-4- + yj^)^] 7x-M -7 1/7(52) 



6, h ^ i> - 4 - (4-7;;7x/*-» * J U > (5 3mg) £ 
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h;loi> (3ml) izUummm L tzWi, 4 — h U 7^D^f;l/7x-M y«> 
T*-b (0. 2ml) Z1mz-, 1 0ftffl1)Uf&&WiLtz o Vr&LTZtzmgkZm 

/Co 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 05 (s, 3H) , 
4. 05 (s, 3H), 6. 52 (d. J=5. 5 H z, 1H) , 7. 18 (d, 
J=9. 2Hz, 2H) , 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 
7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J = 8. 6Hz, 2 H) 
, 7. 63 (s, 1H) , 8. 40 (d, J=5. 5Hz, 1 H) 

li^lfft (FD-MS, m/z) : 4 8 3 (M + ) 



mmm8 4 

N- (4-n-^7x-;b) -N' - {2- [ (6, 7 - >M h4->-4 
U;lQ jM^>j :7.x.— Jb} »U7 (147) 

ffll^S^«(SI«jrt!!Lfc6, 7-^n + «>-4- (2--hD7x; + -» 
U >*^as^4 9i^»»c»7cLT»^ 6. 7-^^-4- (2 - 
;7xy + -» V > (5 6mg) h;l>^> (3m 1) ^fln*&£8¥ L iz 
Wl, 4-n-7*f;l'7x-Myy7^-h (0. 2ml) &1mz-, 3 O^lfflSn 
JWlSELrtio ^I^^on*^A/7th> (10/1) TJSBSt - * S/ * 

h^7^r -(CJ: OffiJSU II©ft^!l?:45mg, 5 0 % Tl# *: 0 
1 H-NMR (CDClg, 5 0 0MHz) : 6 0. 8 9 (t, J = 7. 3H 
z, 3 H) , 1. 3 0 (m, 2 H) , 1. 5 2 (m, 2H) , 2. 5 0 (m, 2 
H) , 3. 90 (s, 3H) , 3. 93 (s, 3 H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J = 7. 3Hz, 1 H) , 6. 96- 
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7. 01 (m, 4H) , 7. 15 (brs, 1H) , 7. 28-7. 31 (m, 
4H) , 8. 12 (brs, 1 H) , 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 5 8 (d, J = 7. 9H z, 1 H) 
MSrfttfrfit (FD-MS, m/z) : 471 (M + ) 



USte^J 8 5 

N- (4 -n-7^;b7 -N / - {3- [ (6, Hr->-4 

-t;'JJb) ^-^->] 7x- Jl/} frbT (9 1) 

HWJ4 8 J-fet^T^ 4 - — h D7x;-JH:^T3 -— ha7x;-^ 
ffll*fc«:Ni|Rlfillcl4L;fc6. 7-^h* < >-4- (3--ho7xy+<» 

*y u >^mmm4 9 tmmzMTbixntz, 6, 7-yn+->-4- o- 

T ^ ;7x7 + -» (5 lmg) h;bi> (3m 1) <cfln»tf§ft¥L*: 

^ 4-n-7*f^7x-MV>>7^-h (0. 2ml) ^ 5 O^FIJP 

UftiKfELrtio ii^^oo*W7th> (1 0/1) -cSBBt"*>"J^y^ 
^07F^ 7 7>f - J; t> ffiHK U mm<D4k&®&2 6mg, iK^3 2%7?»fc e 
1 H-NMR(CDC1 3 , 500 MHz) : 50. 89 (t, J =7. 3H 
z , 3 H) , 1 . 3 0 (m, 2H) , 1 . 5 2 (m, 2 H) , 2 . 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s, 1 H) , 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) , 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 51 (s, 1H), 7. 84 (brs, 1H), 8. 24 (brs, 1 H) , 

8. 4 3 (d, J =4. 9H z, 1 H) 
Kl^#fi(FD-MS, m/z) : 471 (M + ) 
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$mm 8 6 

N-n-73-Jl-N' - {4- [(6, 7 — 'J / h 4^ -> — 4 — 4- 7 U ;U) ^4- 
v] y^—M t>VT (13 9) 

6, 7 -V* (4-7;;7iy + y) 4V U > (5 lmg) £■ 

(3ml) icflnlB^fl? L /c^L n-yfMV->7^-h (0. 2ml) 
^Sn^> 1 4 l$P H m*&t^ L /Co on^wUA/y-i? h > (10/1) Tr 

1 H-NMR (CDC 1 3 , 500MHz) : 50. 93 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2 H) , 1. 5 3 (m, 2H) , 3. 2 8 (m, 2 
H) , 4. 04 (s, 3H) , 4. 04 (s, 3H), 5. 04 (brs, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1 H) , 6. 98 (brs, 1 H) , 7. 1 
1 (d, J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 
1 H) 

®*##rffi (FD-MS, m/z) : 3 9 5 (M + ) 



8 7 

N- {4 - [ (6, 1 -i?/ h4->-4 -47 'J ;b) ;t4-->] 7 ^ — ;U} - 
(4-h'J7;^oyf;l/7x-;b) ft;U#'4-l7- $ K (15 7) 

6, 7-^l>*y-4 - (4-7;;7xy + >» +/'J> (5 3mg) £ 
rfrggS©4- h'j7;l/toy^>^lig (1 0 2mg) £N, N-^^;L,* 
^7; K (3ml) {C^A?L*:gU (3' -v^^UT^y 

7°ot°^) #;M?vM$ Rlg&tg (10 2mg) £fln;U IfiCTHOTlf 
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^ H — NMR (CDC 1 , , 500 MHz) : 54. 04 (s, 3H), 4. 

05 (s, 3H) , 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 

6 (d, J=8. 5Hz, 2H) , 7. 76 (d, J=8. 6Hz, 2 H) , 8. 
02 (d, 3=7. 9Hz, 2 H) , 8. 13 (brs, 1 H) , 8. 49 (d, 
J=5. 5Hz, 1H) 

nmftVrm CFD-MS, m/z) : 4 6 8 (M + ) 



mmms 8 

N- {4- [ (6, 7-^^ h^->-4-^;'J;l/) ^-^y] 7 - 
(4 u^i/jyy jl— ;tQ fl^i/jCjrgJ K (15 8) 

6, 7-v*> h**>-4- (4-T5 ;7x/ + y) +y'J> (5 2mg) <h 
rff)RS©4 -->*n^*->;l/3cJH#& (109mg) *N, N-y7fJl>*;l/A 
T ^ K (3ml) (cjgjBLfcSU (3' -yVW^^p 

t°A0 fc;U#s?>r = mmm. (HOmg) ZUnz., IfiCTl 4B#HHf#L*: 

HJfe^J5 1 <fc «k o TffiSI U iW^5 4rag, iRsp 

6 4%T"ffc 0 

1 H-NMR (CDCL, 500 MHz) : 51. 2 5~1. 86 (m, 
10H), 2. 55 (m, 1H) , 4. 01 (s, 3H) , 4. 03 (s, 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 27 (d, J = 7. 9Hz, 2 H) , 7. 39 (s, 1H) , 
7. 55 (s, 1H), 7. 75 (d, J=9. 2Hz, 2 H) , 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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mMftVrtiM. (FD-MS, m/z) : 4 8 2 (M + ) 

mmm 8 9 

N — {3- [ (6, h^>-4-^y 'JAQ - 

(4- t Z-?±Jk2-Ej=M £2kji±gJ [£ (1 5 9) 

6, 7->M h4-~>-4- (3-7U7x/ + y) +/ij> (54mg) <h 
rUflSS© 4 - t - (102mg) ^N, N - V* =f-j^JlAT S 

K (3ml) KigtfLfcSU l-jn^;b-3- (3' -^W;;^at';b) 
*^/sKS?>T 5 Kiggeifi (l 0 6mg) ^1m^ Ifii:T6l|HJI^L^ Hffi 
W51 i ^*©t»mc J: o T3BKH U $i0M*2 9mg, J{J?^3 5 

H — NMR (CDCl g , 500 MHz) : 8 1. 34 (s, 9H), 
4. 01 (s, 3H) , 4. 04 (s, 3H), 6. 55 (d, J=4. 9Hz, 
1H) , 6. 97 (d, J = 7. 3Hz, 1 H) , 7. 2 9-7. 6 8 (m, 7 
H) , 7. 85 (d, 3 = 7. 9Hz, 2H), 8. 48 (d, J=4. 9Hz, 
1H), 8. 5 9 (brs, 1 H) 
It^ttl (FD-MS, m/z) : 4 5 6 (M + ) 



mmm 9 0 

N- {3- [ (6, 7-i?J h^y-4-t/'Ji[/) fg] y^-jl} - (4 
- t -^f;l>7x- ;IQ ftjMj^gj K (16 0) 

6, 7-^h^y-4- (3-7; ;7i-W) +;U> (6 2mg) 
tmm£><D 4 - t - tf^ISi ( 1 0 9 m g) 3-N, N - *J * f;^M7 
5 K (3m 1) IcigfPLfclSU (3' -^W^7 1 Df 

JU) #;M?v?>f 5 KiSK^ (1 1 2mg) &fln;U l^i:t2 5 B#nflJ!l8s L fcflU 
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mmms 1 tmmv&mz&^'cmwiL, iiofh^5 4m g , ^$57% 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 1. 31 (s, 9H), 4. 
00 (s, 3H) , 4. 01 (s, 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 20-7. 9 9 (m, 9 H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J=4. 9Hz, 1H), 8. 60 (brs, 1 H) 

ai^ffl (FD-MS, m/z) : 4 7 2 (M + ) 



mm 9 1 

N — {4- [ (6, 7-^^ h^->-4-^y UAQ fjj - (4 

-7?-Jl7*— )V) rt)l7$±yj. K (16 1) 

6, 7-*J* h^i/-4- (4-7i;7x7 + y) +7'J> (6 2mg) i 
TUaSS© 4 - 73-)l3cmmWt ( 1 0 4 m g ) £ N . N-y>f^tWbA7; K 
(3ml) fc:«fl?Lrt:gU (3' -y7f;b7;y^ob';l,) 

ajUaKSM a K^S?^ (1 1 7mg) Ztiuz.^ IfilCT 2 1 NHHJlf # L II 
1 il^«©»f^fc«koTflll!!U iS©jb^2 1mg > JD££2 2%T 

1 H-NMR(CDC1 3 , 500 MHz) : <5 0. 94 (t, J=7. 3H 
z, 3H) , 1. 3 8 (m, 2 H) , 1. 6 3 (m, 2H) , 2. 6 9 (t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3H) , 4. 05 (s, 3 H) , 
6. 72 (d, J=4. 9Hz, 1 H) , 7. 30 (d, J = 7. 9Hz, 2 H) 
, 7. 39 (s, 1H), 7. 42 (s, 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H), 7. 78 (d, J=8. 5Hz, 2 H) , 7. 81 (d, J-7. 
9Hz, 2H), 8. 08 (s, 1 H) , 8. 42 (d, J=5. 5Hz, 1 H) 

nmfttirm (FD-MS, m/z) :4 7 2 (M + ) 
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mmm 9 2 

N — {4- [(6, 7-'^^ ht->-4-^;'J^) tt->] jl} - 

1ST - (4-yf;W7x-;i/) frb-T (16 3) 

6, 7-^h + ->-4- (4-7;/7xy + y) +;'J> (5 3mg) £ 
h;l/j-> (3ml) l:MM L fc^t. 4-^f;W7i-;Kvm-b 
(0. 2ml) £Jjd;U 8 #fafln&iISfc L #ftibi Lt§ tz&m&m®. U 

c t k j: o mmoiit^yn* 6 2 m g N iR^ 7 6 %~?mz 0 

1 H-NMR (DMSO-dg , 500 MHz) .62. 44 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 44 (d, J=4. 9Hz, 
1H) , 7. 19 (d, J=9. 2Hz, 2 H) , 7. 23 (d, J=8. 5H 
z, 2H), 7. 38 (s, 1H), 7. 44 (d, J=9. 2Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2H) , 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1H) , 8. 79 (s, 1 H) 

Steffi (FD-MS, m/z) : 461 (M + ) 



mmm 9 3 

N- (3 hlri/t>Jl#—Jl'7 -N' - {4 - [ (6, Y 

j-js- 4-*; u )V) ir*^ *?VT (16 4) 

6, 7 -'J J b*i/-4- (4-7;;7x;t-» +;'J> (5 3mg) £ 
h;loi> (5ml) KmmmMLtz'&^ 3-xh + ->^'-^7x^KV<> 
7*- h (2 8 4mg) ^Ua^ 1 NHBSDll&iffifc L fc 0 iM^DD^WT 
-trh> (10/1) T~mffl-f Z> is V ¥ Jlil 5 A ? u ~? h^7-f - 1- «k t) HIJB! 
U IlOjb^lSmg, JR^2 0%-e^o 

1 H-NMR (CDC 1 g , 500 MHz) : 5 1. 38 (m, 3H) , 
3. 98 (s, 3H) , 4. 05 (s, 3H) , 4. 35 (m, 2H) , 6. 4 
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5 (d, J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2 H) , 
7. 40 (s, 1H), 7. 47 (d, J=9. 2Hz, 2H), 7. 47 (d, 
J=8. 6Hz, 2H) , 7. 58 (s, 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H), 8. 05 (s, 1H) , 8. 17 (s, 1 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) 
M&ftVrm (FD-MS, m/z) : 487 (M + ) 

HWJ9 4 

N — (4-^DP7x-;b) -N' - {4- [ (6, TjzJZJ. h*i/-4-* 
J IMP j^vp 7;c-M UT (16 5) 

6, 7-vM h + v-4 - (4-7;;7i; + ^) U > (52mg) £ 
h;l^> (5ml) KjjaffeigA? L *:gU 4-^DD7x-;Wvm-h 
(0. 2ml) £J0>U 1 ^ram^iJft L /Co WttiLTS^S^ritKU 
^ « C £ J: «9 &m<D4t<&®%: 43mg, lR*£ 5 5 %-£l#fc 0 

1 H-NMR (DMSO-dg , 500 MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H), 7. 32 (d, J=8. 5Hz, 2H) , 7. 38 
(s, 1H) , 7. 49 (d, J=9. 2Hz, 2 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 
Wmftffim (FD-MS, m/z) : 44 9 (M+) , 45 1 (M + +2) 

$m&\9 5 

N — (2 — rv^De;l>7x-;l/) -1ST - {4- [ (6, 7-v?y 
4-+yj;l/) 7 31— ;U} ^1/7 (16 6) 
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6, 7-v^ l*-i/-4- (4-7;;7x; + v') +7'J> (44mg) 
h;l^> (5ml) {Cj!jnl&?gft? L tf:^ V^oh^7x^;KV->7^- 

h (o-. 2mi) &m*^ 8 o ftmm&m l ^ 0 sM^D^vrth 

> (10X1) "eSSM" Sv"J*W7A^n7 - lc «fc !) U 

1 H-NMR(CDC1 3> 500 MHz) : 51. 21 (m, 6H), 
3. 21 (m, 1H) , 4. 04 (s, 3 H) , 4. 04 (s, 3 H) , 
6. 4 2 (m, 1 H) , 6. 6 3 (m, 1 H) , 7. 0 9~7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1 H) 

W&ftVtm (FD-MS, m/z) : 4 5 7 (M + ) 



m&m9 6 

N — {4- [ (6, h^y-4-^y'J^) t^->] - 

N / -7 ^^bfr U7 (1 6 7) 

6, h + y-4- (4-7;;7x7 + -» *;U> (51m g) £■ 

h;l^> (5ml) KOQUmmLtM^ 7x^MV->7^-h (0. 2ml) 

Ztiax.^ 5 o ^p H 1Jn^iS-5lt t tz 0 ^^DD^A/rt^ (lo/i) 

21mg, JK^4 

1 H-NMR (CDC U , 500 MHz) : <5 4. 04 (s, 3 H) , 
4. 04 (s, 3 H) , 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) . 7. 3 
6~7. 44 (m, 1 OH) , 7. 99 (s, 1 H) , 8. 31 (s, 1H), 
8.3 6 (m, 1 H) 

Kfi##Hg (FD-MS, m/z) : 431 (M + ) 
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m&m 9 7 

N- {4- [ (6, 1 - ! J* U;tQ ±±±1 7 - 

N / - (2--hD7x-^) UUT (168) 

6, l-i?* h + - (4-7iy7x;+y) *y M > (83mg) £- 
h;l,ai> (8ml) KlmWmmLtz^ 4--ha7x^KV->7*- h (3 
7 0 m g ) ^Jd^.. 4 0 #F B m*&iftE L fro $rih Ltl fc&iifcaMK U h ^ ji 

£ C t iz J: 0 5 8 m g , iR^ 4 5 %^ntz 0 

1 H-NMR (DMSO-d, , 500 MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 22 (m, 
1H), 7. 23 (d, J = 9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 7. 
51 (s, 1H) , 7. 62 (d, J=9. 2Hz, 2H), 7. 71 (m, 1 
H) , 8. 11 (m, 1H) , 8. 3 1 (m, 1 H) , 8. 4 6 (d, J =5. 
5Hz, 1H), 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

It^tfl (FD-MS, m/z) : 46 0 (M + ) 



%mm 9 8 

N- (2-7U7x^) -N / - {4- [ (6. 7-*J* h^v-4-4- 
/ 'J ^) ■>] y^-Jl} 7 1/7 (16 9) 

N- {4- [ (6, 1~ : J/ b*is-4-*J * + y^—M - 

N' - (2-^hD7x-^) 7 1/7 (4 2mg) £N, N - V / ^-Jl*Jl>AT 
I F/tim^Jl (12ml /6ml) miSflPU 2 0%7KSKt'^ A-ft 
^ ( 7 0 m g ) ^tJOX. *3R3?i»Tiai: T 3 B$Ph18H$ L /r Q 5 -f 

L^o «jET»l«e*L. mm<Dit&fy* 3 9mg, JR* 1 0 0 %T»fc 0 
1 H-NMR (DMSO-d c , 500 MHz) : <5 3. 94 (s, 3H), 
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3. 95 (s, 3H), 4. 77 (b r s, 2H), 6. 44 (d, J=5. 5 
Hz, 1H), 6. 5 8 (m, 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1H), 7. 18 (d, J=8. 5Hz, 2 H) , 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H) , 8. 29 (s, 1H) , 8. 46 (d, J = 4. 9Hz, 1 H) , 

8. 9 2 (s, 1 H) 

MbMfHt (FD-MS, m/z) : 4 3 0 (M + ) 



nmm 9 9 

N- {4- [(6, 7-->7h^->-4-^yj^) t4->] y^—jl) - 
N r - (3--hn7x-;l>) frUT (17 0) 

6, h + v-4- (4-7;77xy^y) +yj> (8 3mg) £ 

h;l,aL> (6ml) KjjnmmmLtz^ 3--hn7x^Wvm - h 
(384mg) ^fln^ 4 0&mimmmffi.Ltz o gt^^Dn^WTt h > 

(i o/i) -em&rt- z> *s u *m7^^D7 h^^^^r -ic^^u ^ 

1 H-NMR(DMSO-d 6 , 500 MHz) : 5 3. 99 (s, 3H), 
4. 04 (s, 3H) , 6. 43 (d, J=4. 9Hz, 1 H) , 7. 10 (d, 
J=9. 2Hz, 2H), 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z, 2H), 7. 57 (s, 1H), 7. 81 (m, 2H), 8. 19 (s, 1 
H) , 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz, 1H) , 8. 5 
9 (s, 1H) 

MMftffim (FD-MS, m/z) : 4 6 0 (M + ) 
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mmm 100 

N- {4 - [ (6, 7 - ! J* L±jlz 4-4-7 U Jl) :fr4-->] - 
N' -irZl-h*? U7 (171) 

6, 7-v7 h + y-4- (4-7;77x;4y) +/'J> (5 lmg) £ 
bJlx-y (5ml) icM/gft? L t^WV>7*-h (0. 2ml) 

zmz., 2mmummmttz 0 is^^oDt^/7t^ (io/d -eg 

mg, iK^4 1 MTffcc 

1 H-NMR (CDCl r 500MHz) : 50. 87 (m, 3 H) , 1. 
2 6-1. 3 0 (m, 1 OH) , 1. 5 3 (m, 2 H) , 3. 2 7 (m, 2 H) , 
4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 0 4 (m, 1 H) , 6. 4 

4 (d, J=5. 5Hz, 1 H) , 6. 97 (s, 1 H) , 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) , 7. 42 (d, J=8. 6Hz, 
2H) , 7. 55 (s. 1H) , 8. 46 (d, J=4. 9Hz, 1 H) 

nmfttirm (FD-MS, m/z) : 451 (M + ) 

mmm 101 

N — ( 3 — T ^ y ~7 -N' - {4- [ (6, h*>-4-* 

l u )V) Z*j=J}d 2 ^ T (17 2) 

N — {4- [ (6, 7-^yh*'>-4- + ;U^) t + i'] - 
N' - (3--hD7xr.;l/) 71/7 (2 8mg) £N, N-y7f^JbA7 

5 Y/Wmz-*)l> (5 m 1/2. 5ml) |:MU 2 0 %7kgKfc^5 >"7 A- 
ifc* (9 7mg) £in*.> 7K*3?ffl»TSfil=iT3l^Pfl«^Lfco RJft&£-fe7 

^t^o msrfmmm^u mmvit&M&i 3 m g> »r^5 i%t-^^ c 
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H-NMR (CDC 1 -, 500 MHz) : 5 4. 02 (s. 3H), 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz, 
1H) , 6. 6 1 (m, 1H) , 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 09 (d, J=8. 5Hz, 2H), 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
K*#tFfl£ (FD-MS, m/z) :4 3 0 (M + ) 

m&m 10 2 

- {4- [ (6, l-'J* h^>- 4-*j U;lQ 
!7x — ^1/7 (17 3) 

6, 7-*J* Y*ris- 4- (4-7;77x7 + y) *7 U > (50mg) £- 
N, N-i>7fMJ^7^ K (5ml) izmmtti^ 7'JMV^7^-h 
(0. 2ml) feflp;^ 8 0°CT1 5B#RttaJIMJl# L tz 0 ^Miz^UaA., 6£ 

&MLtz 0 mKT-mm&w£;L, m^t^v*^^/?* h> (i o/n -e 

6 lmg, JR^9 6%T:mtz 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 9 0 (m, 2 H) , 

4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 12 (d, J = 10. 4H 
z, 1H), 5. 23 (d, J=17. 7Hz, 1 H) , 5. 62 (s, 1 H) , 

5. 88 (m, 1H), 6. 41 (d, J=4. 9Hz, 1H) , 7. 08 (d, 
J=8. 5, 2H) , 7. 39 (s, 1H) , 7. 44 (d, J=8. 5Hz, 
2H) , 7. 54 (s, 1H), 7. 75 (s, 1H) , 8. 44 (d, J = 
5. 5Hz, 1H) 



WO 97/17329 PCT/JP96/03229 

10 6 

MmftVrm (FD-MS, m/z) : 3 7 9 (M + ) 

mmm 103 

n — {4- [ C6> 1jz2Jl h±2—£^z±Z 1 j.— m - 

N' - (l_ =i ±7jfjl} OVT (17 4) 

6, 7 - : J* V*is-4- (4-7i77xy + y) * J U > (50m g) & 
YJlx-y (5ml) \z1mm&f&Ltz'&^ l-7-7f;K7y7^-h (0. 2m 
1) ZUaz.^ 2 0ftmJjumMMLtZo &M%:?uti*JlA/T-teh> (10/1) 

4img, turn 5 2 %-entzo 

^ H — NMR (DMSO-dg , 500 MHz) : 53. 95 (s, 3H), 
3. 95 (s, 3H) , 6. 45 (d, J=5. 5Hz, 1H), 7. 21 (d, 
J =9. 2Hz, 2H), 7. 38 (s, 1H), 7. 48 — 7. 65 (m, 7 
H) , 7. 92 — 8. 15 (m. 3H), 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 8 0 (s, 1H) , 9. 2 0 (s, 1 H) 

M*^tFf m (FD-MS, m/z) : 4 6 5 (M + ) 



m&m 10 4 

N- (2-h"^x-;b) — N" - {4- [(6, 7 h4->-4 -*J U 

AO j^vQ Jl/} "7U7 (17 5) 

6, 7-vM h 4^ i> - 4 — (4-7;;7x7 + y) *7 U > (52m g) 
h;U^> (5ml) Ktiafmmitzik, 2-\*7*.-MV : sT*-Y (0. 2 
ml) *t1m^ 3 O^HJDSWtaELfeo ^^o*U/7-bF> (10/ 

^56mg, 4CT6 4%T^#/Co 
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1 H-NMR(CDC1 3 , 500 MHz) : 53. 97 (s, 3H), 
4. 04 (s, 3H), 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H), 7. 40 (d, J = 9. 2Hz, 2 H) , 7. 14-7. 39 (m, 
11H), 7. 54 (s, 1H), 7. 89 (brs, 1H) , 8. 08 (d, 
J=8. 6Hz, 1 H) , 8. 33 (d, J=5. 5Hz, 1 H) 
KMftffim (FD-MS, m/z) : 491 (M + ) 



mmm 105 

N- (4 -N / - {4- [ (6, 7 - h^->-4-^ 
yjMQ *±jS\ -t^M frUT (18 8) 

6, 1- S J* HfS/-4- (4-7;77x;+y) *y D > (5 lmg) 
h;l/x.> (5ml) lzmMMMLtz'&^ 4-xf ^7x-;K vm - h 
(0. 2ml) 9 0%1MML/: o ii^^DO*W7th> 

(10/1) TJg^^^U^^^^A^nv h^77^ - J: 0 HNS U S 
M(D4b&®}%: 4 2 m g „ JRS(S 5 6 9*T?»fc 0 

* H — NMR (CDC 1 3 , 500 MHz) : <S 1 . 18 Cm, 3H), 2. 
58 (m, 2H) , 3. 99 (s, 3H) , 4. 02 (s, 3 H) , 6. 39 
(d, J = 5. 5Hz, 1H) , 7. 07 (d, J=9. 2Hz, 2H), 7. 
11 (d, J = 7. 9Hz, 2H), 7. 25 (d, J=8. 5Hz, 2 H) , 
7. 40 (s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 
Ii^ffi(FD-MS, m/z) : 44 3 (M + ) 



WO 97/17329 PCT/JP96/03229 

10 8 



m&m 106 

N-OWA—N' - {4- [(6, 7 - : j± h^->- 4 U )V) 
->] 9b7 (18 9) 

6, b**>-4- (4-7;/7x; + y) +;'J> (52mg) £ 

bJl^y (5ml) tcjjpi&Tgft? L -OvWiHVyT^-h (0. 2ml) 

5 0ftffl1mf&MWLLtz o ^££y-nD*;bA/T-fe h> (10/1) T 

1 lmg. iK^l 5%-rl#/Co 

1 H-NMR (CDC 1 3 , 5 0 OMH z) : <5 4. 0 6 (s, 3H) , 4. 

07 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1H), 7. 71 (d, J=9. 2Hz, 2H) 
, 8. 04 (d, J=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

WMfttirm (FD-MS, m/z) : 44 3 (M + ) 



10 7 

N- jc tJrisJj>lj<-jl,-N' - {4- [(6, 7--/7 
)V) y^-M uVT (19 0) 

6, 7- V* (4-7;77x; + y) +y'J> (52m g) £ 

bJiiL> (5mi) iztiommm l tzfe^ x-v^-^^ji^-ji^ v^y*- h 

(0. 2ml) ^JD^ 1 5 ftmtiumMffiL tz 0 ^^dd^Wt* h> 
(10/1) -eS§gt-Sv"J^yVU^5A^Dv h?*^^ -l-J:«;*it$S!U ^ 
&<Dlt&®)%:2 0mg N iR^2 8%Tli7to 

^ H-NMR (CDCL , 500 MHz) : 51. 37 (t, J=7. 3H 
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z, 3H), 4. 10 (s, 3H) , 4. 17 (s, 3H) , 4. 31 (q, J 
= 7. 3Hz, 2H) , 6. 70 (d, J=6. 1Hz, 1H) , 7. 20 (d, 
J =8. 6 H z, 2H), 7. 64 (s, 1H), 7. 72 (d, J =9. 2H 
z, 2H), 8. 12 (s, 1H), 8. 50 (d, J = 6. 7Hz, 1H) , 
10. 0 8 (s, 1 H) 
Il^tfrl (FD-MS, m/z) : 41 1 (M + ) 

mmm ios 

N- {4- [(6, 7 -it* h*i;-4-*J U;lQ j^vj 7^-^} - 
N' - (2-yfA>7x^) VlsT (56) 

6, h + v-4- (4-T i j-J *J U > (51m g) £■ 

(5ml) fcflna&jgfl? L fclfe^ A7i^KV->7*-h 
(0. 2ml) £Jn;i. 1 5 ftf&W&SM L fco ffi^no^M/7th> 
(10/1) -eSBBt-Sv/'J W*7A^07 h^77^ -{c«k»9^Lx ^ 

1 H-NMR (CDC k , 500 MHz) : 6 2. 20 (s, 3H), 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J = 7. 3Hz, 
2H) , 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 2 0 (m, 6 
H) , 7. 39 (s, 1H) , 7. 42 (d, J=8. 5Hz, 2H) , 7. 5 
5 (s, 1H), 7. 60 (d, J=7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
, 8. 4 5 (d, J =5. 5H z, 1 H) 
Sl^fft (FD-MS, m/z) : 42 9 (M + ) 
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mmm 109 

N- {4- [(6, h^->-4-^7 U^) t^y] 7 sc—M - 

N' - (3-^ -7U7 (5 5) 

6, 7->m h + i/-4- ^^y + -» +y > (5 lmg) £ 

Y)VJ^y (5ml) icfln&?#a? L fz^ 3-yf;l/7x^KVy7^-h 
(0. 2ml) ^SQ^ 1 5 ^TOS&S^E L ^S^y" on*^A/7-b h > 
(1 0/1) T'®§St-^^U*y;l/^^A^D-7 h^7^ - J; D ffii!! U m 

1 H-NMR(CDC1 3 , 500 MHz) : 6 2. 32 (s, 3H), 
4. 02 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H) , 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 41 (s, 1H), 7. 4 4-7. 4 7 (m, 3 H) , 7. 56 (s, 
1 H) , 8. 4 6 (d, J = 5. 5Hz, 1 H) 

m&ftVrm (FD-MS, m/z) : 4 2 9 (M + ) 

IS&fefll 110 

N — (2-7 ;M-a 7 ^ -=.;!,) -N' - {4 - [ (6, 7 - h * - 4 - 
jVJJAQ *±i/] (6 0) 

6, 7-vM h + v^-4 - (4-7;;7x; + -» +-/'J> (51mg) £ 
h;Ujr.> (5ml) ^Jn^jSI? L fcflk^ 2-7;Wd7x-H 7^7^ - h 
(0. 2ml)^JJ0^> 1 5ft!1$mMMmLtLo Wfe*'? OD^WTt h > 

(i o/i) T?ss3f 5*>u*y;i/*5A^n^ h^77-f -^«fc*3»sau * 

M(Dit&®}$: 5 4 m g . iR^ 7 3 9*T?&fc 0 

1 H-NMR (CDCln , 500 MHz) :e54. 01 (s, 3 H) , 
4. 04 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 6. 97- 
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7. 0 4 (m, 2 H) , 7. 10-7. 12 (m, 3 H) , 7. 4 2 (s, 1 H) 
, 7. 49 (d, J =9. 2Hz, 2H), 7. 57 (s, 1 H) , 7. 73 
(s, 1H), 8. 17 Cm, 1H), 8. 35 (s, 1 H) , 8. 48 (d, 
J=5. 5Hz, 1 H) 
Rl^lfl (FD-MS, m/z) :4 3 3 (M + ) 

H«J 111 

N- {4- [ (6, 7->M h*is-4-*J jMQ jjr>0 - 
N / -^o P7 (19 4) 

6, 7-^y h + v-4- (4-7i77x; + y) +7'J> (54m g) £ 
N, N-i?^f;b7tM7; K (3ml) KflSfJI? LfcflL ■/□t°;KV'>7^ 
-h (0. 2ml) *Jp^ 8 0 *CT 2 4 NrMftMl# L fc c KffcmiZTk&ia^ 

TfteSftL^o MEETJSfite©* U SS^^no*W7-i? h> (10/1) 

59mg, IR^ 8 4 

1 H-NMR (CDClg, 5 0 OMH z) : <5 0. 9 3 (m, 3H) , 
1. 5 5 (m, 2H) , 3. 2 4 (m, 2 H) , 4. 0 2 (s, 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J=5. 5Hz, 1H) , 6. 41 (d, 
J =4. 9Hz, 1H), 7. 08 (d, J =8. 5Hz, 2H), 7. 39 

(s, 1H), 7. 43 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 

M&ftVtm (FD-MS, m/z) :381 (M + ) 
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mmm 112 

N- {4- [(6, 7-^h^->-4-^; i J^) ^->] 7^— M - 
N' - (4-7i^;^7x^) OUT (19 5) 

6, h^->-4- (4-75;7*y + , » +>'J> (54mg) & 

hJli-y (5ml) tcJBSBU MJ7tXf> (53mg) ^Uu^ 2 OftffltiQ 
M&ffiLtZo TO:4-7;M^ , /7x;> (8 5mg) £Jn*^ 1 Nf^SO 

jBt£S£U ^^oD^W7th> (10/1) TW^->'Jtj^ 
ii^Utv? j -i:J;*3ffl!U &R<D<k&ti! 3 S: 19mg, iR§£2 1% 

1 H-NMR (CD C 1 3 , 500 MHz) : 6 4. 01 (s, 3H), 

4. 04 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 
12H) , 8. 14 (s, 1H), 8. 30 (s, 1 H) , 8. 47 (d, J = 

5. 5Hz, 1H) 

Mt#tfHBI (FD-MS, m/z) : 519 (M + ) 

H«J 113 

N-^j/^-N' - {4- [(6, 7 -'J/ 4 -4-7 jJA0 

7 X ■=.;!/} ^U7 (19 6) 

6, 7-vM h^-v-4- (4-7i;7x/ + y) +;'J> (52m g) £ 
N, N-->7f^7t^7; K (3ml) Icj&PLfcSU ^*->MVi/7* 
- h ( 0 . 2ml) &1}U?L, 6 0 VT 1 5 V%fflfiaMM& L /c Q SJEft^TK^JP^ 
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63mg, JRi£8 A%X^fz 0 

1 H-NMR(CDC1 3 , 500 MHz) : 8 0. 8 5 (m, 3H) , 
1. 25~1. 47 (m, 6H) , 1. 50 (m, 2 H) , 3. 26 (q, d = 
6. 7Hz, 2H) , 4. 02 (s, 3 H) , 4. 02 (s, 3 H) , 5. 68 
(b r s, 1H) , 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 
SIMf (FD-MS, m/z) : 4 2 3 (M + ) 

^Jfe0"J 114 

N- (5-4 y?-Jl) -N' - {4- [(6, 7-y7F^->-4-^yj 
;IQ ^-^v] 7 .=.;!/} frl^y (19 7) 

6, 7 -v^ h^i>-4 - (4-7;y7xy + y) +;>J> (51m g) £ 
h;l^> (5ml) l£BS»U h'J7txy> (54mg) £fln;?^ 1 2 ^P^D 

isiifco m^(c4 -t* y (36m g ) ^jn^> 3 e^mwrnm 

S*U oo*W7t h > (10/1) T-jg^fS >"J iiYJlij? 

1 H-NMR (CDC L , 500 MHz) : 5 2. 04 (m, 2 H) , 
2. 8 2-2. 8 6 (m, 4H) , 4. 01 (s, 3 H) , 4. 03 (s, 3 H) 
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, 6. 40 (d, J=5. 5Hz, 1 H) , 7. 03 (m. 1 H) , 7. 08 
(d, J=8. 5Hz, 2H) , 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 
7. 40~7. 57 (m, 6H), 8. 44 (d, J=4. 9Hz, 1 H) 
®*53-#HI (FD-MS, m/z) : 4 5 5 (M + ) 

mmm 115 

N- (3, 4-i?M V * is 7 x. — )V) ~N' - {4- [ (6, 1 - *J * h^'> 
- U;l/) 7^£^U} 7VT (19 8) 

3, 4-i?y h + ->7-U> (4 2mg) *h;l/X> (5ml) IciSHU h 
•Jt^y> (2 4mg) *Jn^.N 2 2 rftfalW^M L /Co RlSttlw6, 7-v^ 

(4-7;y7x;+y) +/'J> (51m g) (52mg) 

l/co ttET«§«*e±L. ig^^oo^/7-th> (i oxi) -eg&g 

g> JIW1 8%-7r#/c 0 

1 H-NMR (CD C 1 3 , 5 0 0MHz) : 53. 8 4 (s, 3H), 
3. 85 (s, 3H), 4. 01 (s, 3H), 4. 04 (s, 3 H) , 

6. 43 (d, J=4. 9Hz, 1H) , 6. 7 5-6. 8 0 (m, 2 H) , 

7. 10 (d, J=9. 2Hz, 2H) , 7. 16 (s, 1H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2 H) , 7. 
56 (s, 1H), 7. 59 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

( F D - M S , m/z) : 4 7 5 (M + ) 
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m&m ii6 

N— (3, i/>^->7x-;l/) -N' - {4- [ (6, 

h^>-4-4-y .j^) ;l} U-y (19 9) 

3, 4-^^U>^^>T.x.'J > (8 0mg) £h;bx.> (5ml) icjgjg 
U h'Jxf;|/7;> (0. 5 m 1 ) &mz.fz'& h U (5 0 m g) £fln 

1 B#FBm*fcSM L fco 7-5^ h + >-4- (4-7;;7x 

+7 'J > (5 2mg) £fln^U 1 0 0 #P B m*fcSM L 7t 0 Kfc&Kifelfc 

*^A/T-b h > (10/1) -eJg^t--S 'J 77 y^*7 7A^D7K77^- 

1 H-NMR (DM S 0 — dg , 500 MHz) : 3 3. 94 (s, 3H), 

3. 94 (s, 3H), 4. 19 — 4. 21 (m, 4 H) , 6. 43 (d. J = 

4. 9Hz, 1H), 6. 7 4-6. 7 8 (m, 2 H) , 7. 09 (s, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H) , 7. 37 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (d, J=8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (s, 1H), 8. 69 (s, 1H) 

WMftVrm (FD-MS, m/z) :4 7 3 (M + ) 

mt&m 117 

N- ^;b-N- {4- [ (6, 7- ! J* h*i/-4-*-J U AO :fr4^>] 7 
^-;U} -N / - (4-^ h^->7x-;l/) frUT (2 0 0) 

&7kfifci? (0. 2 7ml) iz^m (0. 13ml) £flp;U 6 0 °CT 2 B^fln 
mXftLtZa SMCfF7hKD77> (8ml) ic«j|?Lfc6, 7 - ^ h 

*^-4- (4-T^ ;7x; + -» *y >j > (3 0 3mg) *an;^ mrgtcr 
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jET^Jg^lteU oa*;l-A/y-fe h > (1 0/1) -<?g§i§-r & v"J 

^f^7A^o7 h?*^^ - (c J; «9 sftiSJ U 6, 7--/> h + y-4 - (4 
;UT ^ ;7x;+-» + / 'J >£3 2 7mg'f|/: c 

(3 1 7mg) £t- h5kF'o77> (9ml) U 7k^>ffcT;b i —7 A 

U^A (181mg) £flD;U ^KT2B$P a E JJf#L/c 0 SJL«'^tT>^ 

■trh> (10/1) T-Jg^-fS^ 'J ftYJli]?^? □ v h^77^ -fcj; f9*jf$5! 
U 6, 7-^h*'>-4- (4-^^^T^ ;7x/ + -» +7 U >£r2 3 
9mgit 0 

C1<D6, 7-v^h^'>-4- (4 -J^JIT U7x7 + y) +7'J> (4 
9mg) ZbJl^y (5ml) (CjDHft^L^^ 4-* h+'/7x^K7y 

y*-h (o. 2mi) £#a;U l 2\%ffllmmMffiitzo Hfi^ oa*^/ 

T-te h > (10/1) T-Jg^-T & U *W7A^ b^;7^ -lw«fct)*S 

1 H-NMR (CDC 1 g , 500 MHz) : 63. 38 (s, 3 H) , 
3. 77 (s, 3H), 4. 05 (s, 3H) , 4. 06 (s, 3 H) , 

6. 14 (b r s, 1H) , 6. 59 (d, J=5. 5Hz, 1H) , 6. 82 
(d, J=9. 2Hz, 2H) , 7. 21 (d, J=9. 2Hz, 2H) , 

7. 29 (d, J=9. 2Hz, 2H) , 7. 44 (d, J=8. 6Hz, 2 H) 
, 7. 45 (s, 1H), 7. 52 (s, 1 H) , 8. 55 (d, J=5. 5H 
z, 1H) 



WO 97/17329 PCT/JP96/03229 

117 

nmftVrm (FD-MS. m/z) :4 5 9 (M + ) 

N-y ^;b-N-7x — ;U-N' - {4- [ (6, 7 - h^i>-4-^7 
UAQ *±}S} 7jl—M t?\sT (2 0 1) 

6, 7 -it* h 4-^-4- (4-7;;7i/ + y) +7'J> (72mg) * 
h;Uji> (7ml) (C!Ba3U h'J^X^V (5 2mg) £jBn;U 3 BSHOlJftS 
SfELfco S»N-yf;b7-'J> (0. 0 5ml) £JniU l^WmWSM 

*u ^?DDUV7t^> do/1) -esHj-r^v/y^y^^A 

^77^ - fc <fc t) fit $!! U »{b^4 8ing, iR^4 6%t?^fc 0 
1 H-NMR (CDC 1 „ , 500 MHz) : 53. 37 (s, 3H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) , 6. 32 (brs, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J = 9. 2Hz, 2 H) 
, 7. 37~7. 53 (m, 8 H) , 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1 H) 

Si^tFrl (FD-MS, m/z) : 4 2 9 (M + ) 

m&m 119 

N-^f-^-N- (4-^ h^^7x-;l/) - N / - {4- 

[ (6, 7-*J* h*i/-4 -*J U;lQ j^vp 7^ — M <y VT (2 0 2) 

N- (4-y >/ 7 * —JlO -N' - {4- [ (6, 7-S?y h^^-4- 
+ 7*— (99mg) £N, N-y^fM^7 

5 K (3ml) MjgjSU Tk^b^ h I) *A (4 2mg) £-Jd;L^ lfilct2 0 
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&mm&Ltz'&B<5{tJ ; f-Ji (o. 0 3mi) h&^t i b$hhji& l tz 0 

M^oD^^A/7-bh> (1 0/1) -eJg§Sf--5 -> U fifJVij'? 1**7 nv h 
-l£«fcl9ffi$!!U &me><t&®}& 9 lmg, JR^8 7%T1#^ 0 
1 H-NMR(CDC1 3 , 50 0MHz) : 53. 23 (s, 3H), 

3. 24 (s, 3H) , 3. 75 (s, 3H), 4. 05 (s, 3 H) , 

4. 06 (s, 3H) , 6. 27 (d, J = 5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5Hz, 2H), 6. 81 (d, J=9. 2Hz, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2 H) , 7. 

42 (s, 1H), 7. 51 (s, 1H) , 8. 53 (d, J=4. 9Hz, 1 
H) 

MbfrtfrlS (FD-MS, m/z) : 4 7 3 (M + ) 



12 0 (#%#D 

rUHRS© — hay ^> (10ml) rU 85 T - V - Jl CI. 0 8 1 g) 
<trt3HS.?n©3, 4 — v 5 ^ n o •<> y*>f ;^d'J K ( 2 . 0 9 5 g) <h rUi&S© 
V7\>Hf«7A(III) hij7^tD^^>7;^^-h (6 2 0mg) 
6 0 °C lc T 8 Bf Pn1«# t fc 0 RlS«^»*7K i^ont^A * n a * 

mm<D4t&®}%: 2 7 0 m g. iR^lO %tr»/i 0 

1 H-NMR (CDClg, 500 MHz) : <5 3. 90 (s, 3H) , 
6. 98 (d, J = 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 58 (d, 
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J = l. 8Hz, 1H) , 7. 79 (d, J=9. 2Hz, 2H), 7. 84 
(d, J = l. 8Hz, 1H) 

K*#*FflS (FD-MS, m/z) : 2 8 0 (M + ) , 2 8 2 (M + + 2) 

nmrn 121 

HWJ 1 2 0 3 , 4-v?^DD7x-;l/ 4-n*->7x^l/ >r h 
> (2 3 5mg) ^^noy^> (2ml) IcigJS? U tKJ^TI. 0M*n> 
MJ 7n ; K-vJ^od^>M (7ml) &1m^ 2 L tz'&K 

£r#j£ 173mg, JR^ 7 7 %T#^o 

1 H-NMR (DMS O- dg , 5 0 0MHz) : 6 6. 91 (d, J = 
8. 5Hz, 2H), 7. 62 (dd, J = l. 8, 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2H), 7. 80 (d, J=7. 9Hz, 1 H) 
, 7. 85 (d, J=l. 8Hz, 1H) , 10. 55 (s, 1 H) 

St^tlft (FD-MS, m/z) : 26 6 (M + ) . 2 6 8 (M + + 2) 

nmm 122 

{4- [ (6, l-V* h^->-4 -*J U;U) ±±±2 7*—M (3, 4 
-y^po7z-Jl/) (177) 

T HJfefll 12 1 3, 4-^^nn7x -Jl> 4 - h Ko 

4=->7*— ;U ^h> (154m g) i4-i?y^75ytruy> (7 7mg) 

(5ml) ^AtlMfi^a^L^o 3W4-^nn-6, 7- 
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h + ->^y u > (i 2 9mg) &uaz-^ 2 imffltiaf&&MLti 0 m.fom&® 

mm<Dit&%!}%: 81mg, JR^S 3 1 %X^fz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4 . 0 3 (s, 3 H) , 
4. 07 (s, 3 H) , 6. 68 (d, J=5. 5 H z, 1H), 7. 28 (d, 
J=8. 5Hz, 2H) , 7. 46 (s, 1H), 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2 H) , 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

mmftffim (FD-MS, m/z) : 4 5 3 (M + ) , 4 5 5 (M + + 2) 



mmm 123 cm*sw) 

H»J2 2 T-lf tz 4- h U - n - > - 1 -y ^yyf;b7xy-;l/ 
(1. 2 8 2 g) <brUKS©4-^T>"<>y^^^o U K (4 9 7mg) 
no^l/i, (5ml) Kmmt^ rffRSOk*^ (MJ7i^77-f» 
^•7 A (ID 7o'J K (8mg) £A*U 1 lNfP H ^*faS^L^ e RtfSR^&S- 

^AT»$ai L «ffTffiFfilS*»#fea2i (859mg) ^fh7tKo77 
> (2ml) Izj&mZ-tt* 7K (5ml) £ 6 Ni&g?7k7§& (12ml) £fln;LT 
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1 H-NMR(DMSO-d 6 , 500MHz) : <5 6 . 91 (d, J = 
9. 2Hz, 2H) , 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J=7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

n&fttitm (FD-MS, m/z) : 2 2 3 (M + ) 



4- {4- [ (6, 7-vy h^v-4-^7 jJAQ ^4^^] ^>vV;U} < 
MM, ( (17 8) 

»/— h 'J ;U (2 3 0 m g) t4-i?t i~)lT I J t° 'J Vy ( 1 3 8 m g) ^ 
\yy (5ml) tp^Atim&tpmftLtZo lW4-^nD-6, 7 - 'J * h 

+^yj> (230mg) 2 o B^rBm^ii^ l SfEM^^tafti 

■7 h/77^f - f c J; U 1 99mg, iRsfM 7%T^ 0 

1 H-NMR (CDCL, 500MHz) : 54. 03 (s, 3H), 
4. 06 (s, 3H) , 6. 68 (d, J=5. 5Hz, 1H) , 7. 29 (d, 
J = 8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d, J=7. 9Hz, 2 H) , 7. 90 (d, J=8. 6Hz, 2 H) 

, 7. 91 (d, J=8. 5Hz, 2H) , 8. 60 (d, J = 5. 5Hz, 1 
H) 
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MbfrtfHfi (FD-MS, m/z) : 4 1 0 (M ) 

mmm 125 m^m) 

rUKSO— h a ^ * > (10ml) 4\ WpOT-V-^ (1. 0 8 1 g) 
£7U8£S©2-^;^>y^;l,?u 'J K (1. 5 4 6 g) iWa©^7f^ 

tr^A(III) h'j7^D^^>xm-h (6 2 0mg) *Jd^ 6 0°C{C 

#r^l. 6 7 9 g. WM1 4%~cmtio 
E*##HE (FD-MS, m/z) : 22 6 (M + ) 

^l»J 12 6 (#%M) 

6 6 0 g) ^^dd^I/A (1 0ml) U tK^TI. OM+Cd > h U 7 

d$ K-y^nn^« (2 9ml) £flO;U Mfi^it^L/Co 1 

Ht-1. 0M^n> h 'J7d; K-^7nn^« (15ml) SrJjD^U M 

a* 2 mrnw l ^^jt^^nm^j 1 2 1 tmm<Djj'&T*>imu mm<wt 

501g^ )R$9 6%«o 
1 H-NMR (CDCL, 500 MHz) : 52. 30 (s, 3H), 

6. 87 (d, J=8. 5Hz, 2H), 7. 22-7. 29 (m, 3H), 

7. 37 (td, J = l. 2, 7. 3Hz, 1 H) , 7. 73 (d, J=8. 5 
Hz, 2H) 

(FD-MS, m/z) : 212 (M + ) 
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mmm 127 

{4-[(6, 7-^n^->-4-^;'J^) t^->] 7x-;b} (2-y 
?-j17sl— )V) (180) 

^^jl rh> (1, 3 3 4 g) t 4 - ; J* ^;UT 5 7 t°U i>y (8 4 5mg) 
£*->l^> (15ml) ^AIliigWL^c 1«4-?dd-6, 7 
-^h + '>+y'J> (1. 4 0 6 g ) 2 3 SZMllMMJ&m L fc 0 Kfcjg 

Mlc^*-* > / "? -tr h y (2/1) -eWSkt *Wm s s V ii >f 

^nvh^77>f-tJ:t)||JS!U mm<D4t&®J%: 1 . 2 5 8 g. iR^5 0%T 

1 H-NMR(CDC1 3> 500 MHz) : <5 2. 37 (s, 3H), 
4. 02 (s, 3H) , 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H), 7. 23 (d, J=8. 6Hz, 2H), 7. 2 5-7. 3 5 (m, 
3H), 7. 39-7. 42 (m, 1H) , 7. 45 (s, 1 H) , 7. 46 
(s, 1H) , 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5Hz, 1 H) 

mmftVrm. (FD-MS, m/z) : 3 9 9 (M + ) 

mmm 12s 

{3- [(6, 7-^yh^->-4-^'J^)^->] 7jl-)1} 
* J > (18 1) 

4-?dd-6, 7-^/F + ->+yiJ> (112mg) £ rfSSgS® 3 - t K 
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o + M>y*7x;> (2 9 7mg) £il£U 1 7 0V*P 1 0 LK'&, 
RjfoM^5£^*1f->/T-fe Y y (2/1) -ZMffitZMMy U nv h 

1 H-NMR (CDCL , 90Mz) : 54. 04 (s, 3 H) , 4. 05 
(s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 34-7. 88 
(m, 11H), 8. 53 (d, J=5. 3Hz, 1 H) 

9M^m (FD-MS, m/z) :3 8 5 (M + ) 



mmm 129 c#% m 

(1. 2 8 2 g) £rUB£un©2 -7o^fW n <J K (3 9 2mg) ^^dd^ 
A (5ml) fcjgfl¥U rfJl5S©t^ (h U 7 x 7 -f » vs°5 i>"^A 

(ID *ny K (8mg) £A*U 1 lBWHaBftLfco Sf£M^£flSfe0J 2 3 
£ PIfil©^-e^Bai- £ *ic,£ «9 f# & ^- - f- JUS £*87Kift& v ^ * * A 
L^o mE.-fmm^Wmzmm (6 6 2mg) £^ h^b Ko77> (2m l) 
rig/S¥3-ti\ 7K (5ml) i6NM*M (12ml) ^JD^T3^SD^iS 

ml /Co sjeas^ftteiiitewi 1 2 3 tmmojjm-cMmL, mm<D4t&to&2 1 

8mg, IR^3 9%-emzo 

1 H-NMR (DMSO-dg, 500MHz) : 56. 76 (dd, J = 
1. 2, 3. 1Hz, 1H), 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H), 7. 87 (d, J=8. 5Hz, 2 H) 
, 8. 06 (d, J=l. 2Hz, 1H), 10. 39 (s, 1 H) 

SAfiVrm (FD-MS, ra/z) :188 (M + ) 
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mmm 130 

(4- [(6, 7-->7h^->-4-^yj^) t^->] 7* 
i 9 J > (18 2) 

^ h> (2 0 5mg) i4-i>7f^7i / h°U (1 4 6mg) *+«>U 
> (5ml) ^Aft^M^fliS 1 L fco lNfH^4-^on-6, 7 - 
^'J > (244mg) £fln*^ 2 0 ^feW&ilftt L 7t 0 ^JfrM£r#l£tfrfaFt 

^TSBao^^ o o ^ATSgl 1 5 y 'J * y ^ ^ h^'^^^f —t- it) fit*! 
^ N ^DD^;bA/^Iif;l/ (5/1) TSBat" S SUB -> U * ^ a v h ^* 
- ic «fc t) If 3g U mm<D<keffl}& 1 92mg, JR^4 7%-£l#7t 0 
1 H-NMR (CDClg, 500 MHz) :<54. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (d d, J=l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2 H) 
, 7. 32 (d, J=3. 7H z, 1H) , 7. 47 (s, 1 H) , 7. 48 

(s, 1H) , 7. 73 (d, J = l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H) , 8. 58 (d, J=5. 5Hz, 1 H) 

WMftffim (FD-MS, m/z) : 3 7 5 (M + ) 

mmm 131 (#%m> 

r$UFa<n—Yu t ? y (5ml) 4\ rfflRSOT— V-;U (5 4 lmg) trfi 

i D a D©3-^f;K>v^J^oy K (7 7 3mg) irURSox* > A 

(III) h >J 37^ny ^ >X;I/**- h (4 9mg) &tiax-^ 6 0 "bciT 1 Hfefl! 
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5mg. JR*£5 6%T-m^o 
li^lffi (FD-MS, m/z) : 2 2 6 (M + ) 



H^J 13 2 (#%#J) 

(603m g) £>>^na>^> (3ml) ic/gfWU tK/^TI. 0M^o> h 
'J^d; K-v^oo^y^ (11ml) ^fln*-, IfiWLfcc 2 2f$ 

mmKmm^m^mmm 1 2 1 £ u mmcD^^s 1 6 m 

g. 1K^5 6%^1#^ 0 
1 H-NMR (DMS O- d g , 5 0 0MHz) : 52. 38 (s, 3 H) , 

6. 89 (d, J=8. 6Hz, 2 H) , 7. 3 7-7. 4 7 (m, 4 H) , 

7. 65 (d, J=8. 6Hz, 2 H) , 10. 42 (s, 1 H) 
MKFD-MS, m/z) : 212 (M + ) 



mjfcm 133 

{4- [ (6, 7 -if* b*is-4 -*J UAQ ^ -^-M (3-y 

f-;l/^^-;b) y ^7 > (18 3) 
TJb=f>5$feT\ H»J1 3 2Ti#/c4-t F'o + ->7i-^ 3-^;U7 
Yh> (307m g) <t4-i^y ^;UT ^ J t°U 5? > (1 9 4m g) £ 
(5ml) 4"^ AtlMS^a^ L tzo l«4-?nD-6, 7 - v 5 
* h^iy^-y U y (3 2 4mg) &1mz., 2 3 8#Pa1flDJfeiS2*fE L /c 0 KfGS£r#i£ 
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mmm 1 2 2 1 mm^m-asm u mmoit^m^ 2 6 2 m g> mm 4 5 %-e 

1 H-NMR (CDC L , 500 MHz) : 52. 44 (s, 3H), 
4. 03 (s, 3H), 4. 06 (s, 3 H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t, J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1H) , 

7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1H) , 7. 64 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2 H) , 8. 57 (d, J=5. 5H 
z, 1H) 

W&ftVrm. (FD-MS, m/z) : 3 9 9 (M + ) 
^Jfefll 13 4 

4 — b Ko^'>7 31— ;b 4--hQ7x_;b h > 

(1. 2 8 2 g) irtJ|gn a p©4 -— h oa;>^;^ a 'J K (5 5 7mg) 
unfrjlA (5ml) tcjgJBU 7UflRS©fcT^ (MJ7x-J^77^» /n°5 
^•5 A (II) *cr«J K (8 m g) £A*U 2 3 ^WttPiftaflE L 7t 0 RJ&iR^tt* 

^^■vnmLtio mETimm^m.ntzmm a. o 4 7 g ) *x t K07 

7> (4ml) lc*gj$?£-tK tK (5ml) £ 6 Nigg?7R/§/£ (1 5ml) £fln;L 

x l BfeJniftjSM L /Co Sjefi^»*isafc« 1 2 3 <t |Hjji©;Si£-^3 U SJS© 

^£■^£3 9 8mg x JR§£5 

1 H-NMR(DMSO-dg, 500 MHz) : 6 6. 9 2 (d, J = 

8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 7. 89 (d, 
J=8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2 H) , 10. 62 
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(s, 1H) 

nm&Vrm. (FD-MS, m/z) :2 4 3 (M + ) 

mmm 135 

{4- [(6, 7-v7 ht->-4-^y'i^) t^y] 7x-;b} (4 -- 

ho_2^Eik) j> (18 4) 

Jl >t h> (3 7 Omg) i4-y>f;b7 i 7 t° 'J v> (2 0 4mg) £ 
+ yV>(5ml) ^AntfiWl/: 0 1«4-^dd-6, 7-v? 
y h + y+;'J> (340mg) £2fO;U 2 3 B#p a m^S#t L ^JfrM£r$l£ 
H«lJl 3 0 £ l^ff ©^£T%S U mm<Dlt&®) : &2 3 8mg, iR^3 6%T 

1 H-NMR (CDC 1 „ , 5 0 0MHz) : 54. 03 (s, 3 H) , 

4. 07 (s. 3H) , 6. 69 (d, J=4. 9Hz, 1H) , 7. 29 (d, 

J=8. 5Hz, 2H) , 7. 44 (s, 1H) , 7. 47 (s, 1H) , 

7. 93 (d, J=9. 2Hz, 2 H) , 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

nmftVrm (FD-MS, m/z) : 4 3 0 (M + ) 

mmm 1 3 6 mm&D 

4-bl>'n^'>7x-;l/ 3, 4 - ^ ± V > '> 7 7h> 
HJte0>J2 2-e^^i4- h U -n-7'^-;l/^>- 1 h + y^f ;l/7x;-A 
CI. 2 8 2 g) irfJflRSOfc^o^n^Ol^n U K (6 6 4mg) ^nn* 
(5ml) JCjgflPU rpBRSOlf^ (h 'J7x-MX7>( » /^>^A 



WO 97/17329 



12 9 



PCT/JP96/03229 



(II) *n»j K (8mg) £A*U IMilSlfcc RJEfi£4»*HK&0! 2 3 

L^ 0 «£ET«fittES*«»fcHaE (1. 0 3 0g) ^fh7h Vuy^y 
(2ml) KjgtfPS-tK tK (5ml) i 6 N 4g|feKiSi£ (12ml) T 

10.5 EsmaWtiSm L /Co RJ&fi#4&*£»S0!! 1 2 3 £ ^©^St«LIU 
mmmter®}* 2 1 2 m g> iR^ 2 9 %Tl#fc 0 

1 H-NMR (DMSO-dg , 500MHz) : 5 6. 15 (s, 2H), 
6. 88 (d, J=8. 6Hz, 2H), 7. 04 (d, J=7. 9Hz, 1 H) 
. 7. 21 (d, J=l. 2Hz, 1H), 7. 24 (dd, J=l. 8, 7. 
9Hz, 1H) , 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

li^Krl (FD-MS, m/z) : 24 2 (M + ) 



mmm 137 

{4- [ (6, 7-v?> h^->-4-^; 'J;Q 7x~;l/} (3, 4 

-y f-i/>>?^-^ri/7 ^ — )V> *$jy (185) 

7Jbn*>^T, »J1 3 67?ifc4 - t Kp+y7x^ 3, 4-^*- 
Is > & * i/ 7 jijI, 7-h> (2 02mg) i4-->7f ;b7; ; f'J 
(112mg) «r+v/l/> (2ml) ^AtlSfi+UK* Lfco H$W&4-* 
no -6, 7-5*.* h + ^;U> (18 7mg) 2 0 PelSD^iSM L 

tz 0 szmmeffli&m&m 1 2 4 t i^«©;££-c#yg u &&<Dit&fa& 1 35m 

1 H-NMR(CDC1 3> 500 MHz) : 5 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 09 (s, 2H), 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J = 8. 5H 
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z, 2H) , 7. 38 (d. J = l. 8Hz, 1 H) , 7. 41 (d d, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1H) , 
7. 88 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=4. 9Hz, 1 H) 
WMfiVrm (FD-MS, m/z) : 42 9 (M + ) 

HM^J 13 8 (#%0J) 

mSSS©- Fo^> (10ml) 4\ mm^aOT-V-Jl (1. 0 8 1 g) 
<fcrfJBSS©3- (h 'j7;Wny^l/) O'/^J^oiJ K (2. 0 8 6 g) t 
TtTBRSiCD^ yf;l/k* (HI) h 'J 7Jl/^-ny * >x;U**- h (6 2 0mg) 

^n*. 6 o°c{rTiBfeai^L/c 0 fcfom&M&mmm 1 2 0 i pf««o>5"«ct?al 

IU liOf b^l^ 7 19mg, J&^2 6%Tl#fc 0 

^-NMR (CDCL, 5 0 0MHz) : S 3. 91 (s, 3 H) , 

6. 99 (d, J = 9. 2Hz, 2 H) , 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m, 1 H) , 7. 82 (d, J=8. 5Hz, 2 H) , 
7. 9 3 — 7. 9 4 (m, 1H) , 8. 01 (s, 1H) 

m&ftffim (FD-MS, m/z) : 2 8 0 (M + ) 

$mm 139 c##m> 

3 - h U :7;M-p y f^kZ x 4-k Kp^->7x-;b 7"h> 

Hife^Jl 3 8-e?f^3- h 'J 7MDyWx-;l/ 4-> Hrv^x— ;t, 
(6 5 7mg) £N, N-^7fWM7; K (35ml) }cjgfl?U 
th'J^Afty h + v'K (411ml) ^jfJOX.. T;U=f >MSTF 7 B^fSOTfeiS 
ML^io KJE»^to*S£K01 3 3 £ P^OTj i£TiM U ^SO^^I* 4 5 4 
m g , JR^ 7 3 %Ti#*:o 
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H-NMR (CDC 1 „ . 5 0 0MHz) :<5 5. 8 5 (s, 1H) , 
6. 94 (d, J=9. 2Hz, 2 H) , 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2 H) , 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1H), 8. 01 (s, 1 H) 

140 

(3-h'J7;l/toyf;l/7x-^) {4- [ (6, 7-yy 

y llhQ ±±>0 7x-^} * $ J y (18 6) 
r^=f>^T> HJfeMi 3 9-e^^3- h 7^oyfi7x- ;u 4- 

tFa + y7x^ y h > (4 3 2mg) £ 4 no- 6, 7-->7 h + y 
*7 U > (3 6 3mg) i&^xf L/>^ij3-;l.y7 (10ml) 

KigjgS-tK l 6 0°C4U 1 BtraSD^aS^ L tz Q SiC«^»*iaiDftiteK*^ h 

^ (5/1) fgHt^IIy'J *Wo7 - K «k U SJS 

<D4k&y!i%: 2 04mg, JR^ 2 8 %T?%tz 0 

1 H-NMR (CDC 1 3 , 500 MHz) :<54. 03 (s, 3H), 
4. 07 (s, 3H), 6, 69 (d, J=4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H), 7. 47 (s, 2 H) , 7. 66 (t, J = 7. 9H 
z, 1H) , 7. 87 (d, J = 7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H) , 8. 00 (d, J=7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
, 8. 6 0 (d, J =4. 9Hz, 1 H) 
»*#*H6 (FD-MS, m/z) :4 5 3 (M + ) 
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mmm hi (#%^d 

rfJlSiSiO- h o y ^ > (5ml) 4>> mHSn a D©T-V-^ (0. 5ml) £rfJ 
iSa©'>^n^.^-^>^;U^;U^a U K (0. 63ml) i rfJS^^CD >T 7f;l/ 
tf*A(III) h'j7^n^>xm-f^ (2 8 8mg) £flP;U 6 0°Cic 

tSfP£t&7k3t^- h U ^ATK^ifi^P^TKT^Lfco &*7K«ft®t^- h 'J ^Af 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 21-1. 8 8 (m, 
10H), 3. 19-3. 25 (m, 1 H) , 3. 87 (s, 3 H) , 6. 93 
(d, J=9. 2Hz, 2H) , 7. 94 (d, J = 9. 2Hz, 2 H) 
IlMi (FAB-MS, m/z) : 219 (M + +l) 



mmm 142 (#%w 

4 - is >? v^J- is )IJ7 )ltf—Jl- 1 - b K'n^yK>-t?> 
HJS0IJ1 4 lT^/c4-i>^n^+ix^^^^^;b- 1 - ^ h*>"<>-tr > 
(5 1 7mg) £N, N - * * JlJ*T i K (2 0ml) {c^L> th'J 
9Aft^ h + vK (5 3 8mg) £flp;i. T;U=3*>^T1B#^]!JP^«^L^o 

4 8 7m g> JK^9 3%-e^^o 
1 H-NMR (CDC1„ , 500 MHz) .6 1. 23-1. 88 (m, 
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10H), 3. 19-3. 25 (m, 1 H) , 6. 06 (brs, 1 H) , 
6. 89 (d, J=8. 6Hz, 2 H) , 7. 90 (d, J=8. 6Hz, 1 H) 
MMfttirm (FD-MS, m/z) : 2 04 (M + ) 

MMM 14 3 

4- is? n^j/jljjjltf— - [ (6, 7 - : J_* v- 4 -4^7 'J 
;fr^>] K>-t?> (18 7) 

T;Ur/>M^T> Hlfe^ll 4 2Tl#^4-->^o^WU#Jl^-K^.;U-l-t 
Ko^:^N>-t?> (2 7 3mg) t 4 - ? a a - 6, 7 - F^-/+;'J> 
(lOOmg) ^i?jc^^>^'; n-jlitj ^;1,jl--x-;i, (0. 2ml) 

1 6 o°c^3 oftmm&Lti 0 KfcM&M&mnmwiTkni- b u ^atk^ 

^ ~ «fc t) WSI U SlOM«:5 8mg^ iR^3 3%-e^/c 0 

1 H-NMR (CDC1 3 , 500 MHz) : 51. 21-1. 93 (m, 
10H), 3. 24-3. 29 (m, 1H) , 4. 03 (s, 3 H) , 4. 06 

(s, 3H) , 6. 60 (d, J=5. 5Hz, 1 H) , 7. 24 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1H), 7. 47 (s, 1 H) , 8. 05 

(d, J=8. 5Hz, 2H), 8. 55 (d, J=5. 5Hz, 1 H) 

SftfrtFHfi (FD-MS, m/z) :3 9 2 (M + +l) 

14 4 (#%#J) 

migp^O^ha^^^ (1 Om 1) «K rfJRSOT — V-^ CI. 0 8 1 g) 
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tWffina<D 2 — (MJ7Wn^i)K>vVj^D'jn2. 0 8 6 g) t 
rfrBStStTM ^7^;l/h'^A(III) h^/L'to^VXM^-h (6 2 0mg) 

SHU ^©{t£r#j£l. 4 0 2 g. iR^5 0%-rl#/i o 

1 H-NMR(CDC1 3 , 500 MHz) : 6 3. 8 8 (s, 3H), 

6. 93 (d, J=9. 2Hz, 2H), 7. 3 7-7. 3 9 (m, 1 H) , 7. 

60-7. 63 (m, 2 H) , 7. 75 (d, J=9. 2Hz, 2H) , 7. 7 

3 — 7. 7 8 (m, 1 H) 
KftfttfiMit (FD-MS, m/z) : 2 8 0 (M + ) 



m.mm 145 (##00 

4 4Tl#fc2 - h 7^oyf^7x^ 4 - ^ h + v^^^u 
^ h > (1. 402 g) £N, N-^yfM>»^7 ^ K (15ml) t-7§8?U 
^ h 'J h + v/K (877mg) ^ax.. T ;b=J*>mMT4B#F H m*&§ 

iftL^ 0 Siss^^n»j3 3 tmm^^mmt, mm^t^m^ 

1. 0 5 0 g N iK^7 9%T^7t 0 
1 H-NMR (CDC L , 500 MHz) : <5 5. 88 (s, 1H), 

6. 87 (d, J=8. 5Hz, 2 H) , 7. 3 7-7. 3 8 (m, 1H) , 

7. 5 8-7. 6 3 (m, 2 H) , 7. 71 (d, J=9. 2Hz, 2 H) , 7. 
7 6-7. 7 8 (m, 1 H) 

KftfrtfHt (FD-MS, m/z) : 2 6 6 (M + ) 
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mmm 1 a 6 

(2-h'j7^oyf;i/7jc-;l/) (4- [ (6, 7 - h^v- 4 -4- 
; 'J Jb) ^ v] -? t $ J y (35) 

T^^*>^T> Hi»J 14 5 -?mtz2- h U 7^toy *jl,7 ju-jl 4 - 
hKn + ^^i-^ (9 5 9mg) i4-v7f ; 7 t c 'J i>"> (4 

8 4mg) ZJ-i/lsy (7ml) ^AnM&^SI^ L7to l«4-^on 
-6, 7-v?y h + (8 0 5mg) *Jn^ 1 tt^feiBSE L fc 0 KJE 

fi^&teHJfefll 1 3 0 i |5H§©#i£ T^l U mmvMt&VaZ: 8 9 9mg, JR^ 
5 5 %T'Utio 

1 H-NMR (CDC lg , 5 0 0MHz) : 6 4. 01 (s, 3 H) , 
4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1H), 7. 4 2-7. 4 4 (m, 1 
H) , 7. 45 (s, 1H), 7. 62~7. 68 (m, 2 H) , 7. 80- 
7. 81 (m, 1H), 7. 87 (d, J=8. 6Hz, 2 H) , 8. 58 (d. 
J = 5. 5 H z, 1 H) 

■ttWWCFD-MS. m/x) :4 5 3 (M + ) 



fl*fe#! 14 7 (##fll) 

4 - n 4 h4- >7 ^— ;b »h> 
fI a D D©-ha^^> (10ml) 4u rfJ|RS©T— V-Jl (1. 0 8 1 g) 
irfJ|RS©4- (n-W) 0\Af;U*nU K (1. 9 6 7 g) iTUlES© 
-f y-rvl/fcf^MIII) h^^to^^^M^-h (62 0mg) 

6 o°cKT6Bsraig!#L^o sjcm^^iijsm i 2 0 t»^Miu 

mM(Dit&V0& 8 6 3 m g. 3 2 %T*fflz 0 

1 H-NMR (CDC 1 0 , 500 MHz) :<50. 95 (t, J = 7. 3H 
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z, 3H) , 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 (q 
uint, J = 7. 3Hz, 2 H) , 2. 69 (t, J = 7. 3Hz, 2 H) , 
3. 89 (s, 3H) , 6. 96 (d, J=9. 2Hz, 2 H) , 7. 27 (d, 
J=8. 6Hz, 2H) , 7. 69 (d, J=8. 6Hz, 2 H) , 7. 82 
(d, J=9. 2Hz, 2H) 

nmftVrm (FD-MS, m/z) : 2 6 8 (M + ) 



mmm 1 4 8 

4 -n -^f^7x~ ;l/ 4-hKo^->7x-;l ^ h > 

(8 6 3mg) £N, N-yyfMJbAT S K (50ml) tc^fcPU ^ h U 
VJ***/ h^-^K (563mg) £rJta*-> T 3* > MMT 7 B#Rg2jQ&jgaft L tz Q 
ms8m&fa*m3/mz 3 il^O^&T&JIU ^«©<b^«J*7 8 7mg N JR 

1 H-NMR (CDC 1 o . 500 MHz) : 50. 95 (t, J =7. 3H 

z, 3H) , 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 

(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz, 

2H) , 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2 H) , 7. 28 

(d, J=7. 9Hz, 2H) , 7. 69 (d, J=8. 6Hz, 2 H) , 
7. 7 7 (d, J =8. 5H z, 2 H) 
®ft£tFfffi (FD-MS, m/z) : 2 5 4 (M + ) 
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mmm 149 

(4 -n-y^-Jly ^-Jl~) {4- [ (6, 7 - h^>-4 -*J U;tQ 
Jr*^~\ (4 0) 

TJlzfy^MT^ H»J 14 8 ~e'&tz 4 - n - ^fi7x^;l, 4-tKo + 
i/y^-Jl 7"h> (7 2 7mg) i4-^DD-6, 7-y7f + y+;>J> 
(6 3 9mg) ^ y xf 1/ > ^ ij 3 - ;l/ y7 f - f ;b (10ml) 

■tt. i 8 owi o^Mis^Lfco Kt&m&VdZffimmm-t h u ^atk^ 

1 H-NMR(CDC1 3 , 500 MHz) : 5 0. 95 (t, J =7. 
3Hz, 3H) , 1. 38 (tq, J = 7. 3, 7. 3Hz, 2 H) , 1. 62 
~1. 68 (m, 2H) , 2. 71 (t, J=7. 3Hz, 2 H) , 4. 04 
(s, 3H) , 4. 07 (s, 3H) , 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2H) , 7. 31 (d, J=7. 9Hz, 2H) 
, 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 8. 58 (d, J = 
5. 5Hz, 1 H) 
Mt#0ff£ (FD-MS, m/z) : 44 0 (M + -l) 
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mmm 150 c**«i) 

rUBSiSiO- b ny ^> (5ml) rpflRS^T— V-;l/ (54 lmg) irfJ 
fc D D ©3-7Mo'<>yM^oiJ K (7 9 3mg) <fc rfJKS© X # > i?y A 
(III) h'j7;l/to^^>x;l/*^-h (4 9mg) £rfln;U 6 0°CICT3 BPI 

?i/7A«Lt 0 »EET^fi£&»&ttrt:8a!E<K '\*1f->/y-fe h>T= 
SMt^y'J^^^DV h^77>f - K «fc *3 IMS U mm<D4k&fa&5 85m 
g. iR^5 

M^tfrM (F AB-MS, m/z) : 231 (M + +l) 



mmm 151 

4-b Kp^->7x-;V 3 -7Jl/tn7x- ;U »h> 

(580m g) ^-;?Dn^> (5ml) fcigflPU tK#T1. 0M*'o> h 
'J^n; K-77dd^>M (2 3ml) £JD*-, Mffl* 3 06at# L rtio S 
JSS^«J*HJfi«l 1 2 1 £ P«©2Fj£T?#BS U mm<D4t&®!Z 4 0 2mg, iR 

1 H-NMR (DMSO-dg, 500 MHz) : <5 6. 91 (d, J = 
8. 5Hz, 2H), 7. 44-7. 49 (m, 3H), 7. 57-7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2 H) , 10. 51 (brs, 
1H) 

WMftVtW. (FAB-MS, m/z) : 217 (M + +l) 
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mmm 152 

{4- [ (6, h^->-4-^; 'J^) 7x^;U} (3-7 

A*v7 j,-Jl) (176) 

TJl=T>mMT^ H«H 5 1 "df*: 4 - t + 3-7^tn 
7x^ ^rh> (37 3mg) £ 4 - 5>y ^ J fcT U v> > (2 3 2mg) 

£^:>U> (5ml) ^Aniiaifllff L fc 0 3«4-7dd-6, 7- 
h + ->+yj> (3 8 6mg) SrflD*-. 2 lWiSll/: 0 KJ£fi£4J9 

T-b ^ooTh^I/A-egig-r-Si/U^W^uv b^7^ -{w 

«fc»?»»!^ Ml^pn^^A/^ixf;l, (5/1) T*l@3t 5 i/Vtrtr 
Jl? D7^^77^ -tCk£fl|§S!U HOf 4 8 4mg, JK*P7 0%T 

1 H-NMR (CDC 1 „ , 500MHz) : 54. 04 (s, 3H), 

4. 07 (s, 3H), 6. 67 (d, J =4. 9Hz, 1 H) , 7. 28 (d, 

J = 7. 9Hz, 2H), 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 
1H) , 7. 47 (s, 1H), 7. 4 8-7. 5 3 (m, 2H), 7. 5 9- 

7. 61 (m, 1H), 7. 93 (d, J = 8. 6Hz, 2 H) , 8. 59 (d, 
J=5. 5Hz, 1H) 
Mfefrtfflfc (FD-MS, m/z) : 4 0 3 (M + ) 

nmm 153 

N- {4- [ (6, 7-*J* h^j>-4-^r^VU-^) 
-N' - (2-^ K*j>7^-;U) 2±Z CI 1 3) 
6, h^v—4- (4-7;;7x; + -/) > (lOOmg) 
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zhJb^y ciomi) izia$mmLti&* 2-* h+i/Ti-Kvw- 

h (0. 3 6ml) Ztinz.^ 40»iMU: o g&££*n 
a*Jll*/J $ J -jl (10 0/1) » DD*W7-b h > (5/1) 

1 1 2mg, JR^7 5 %Tl#*io 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 53. 90 (s, 3 H) , 
3. 98 (s, 3H), 3. 99 (s, 3 H) , 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J=7. 9Hz, 1H) , 7. 03 (t, J=7. 9H 
z, 1H) , 7. 2 3 (d, J =9. 2 Hz, 2 H) , 7. 3 9 (s, 1 H) , 
7. 55 (d, J=9. 2Hz, 2H), 7. 57 (s, 1 H) , 8. 15 (d, 
J=7. 9Hz, 1H) , 8. 25 (s, 1 H) , 8. 55 (s, 1 H) , 
9.4 4 (s, 1 H) 

3CS##rffi (FD-MS, m/z) : 4 4 6 (M + ) 



15 4 

N — {4 — [ (6, 7-^'y H^>-4-*^yU-;U) jjfrvj :7^_;l} 
-N' - (3 -/ h ± v 7 j. - ;IQ »U7 (114) 

6, 7-v>V h + ->-4- (4-7;77 i ;+-» > (1 0 Omg) 

£h;l/jc> (10ml) izmf&fem L tz'&^ 3-/ h + y7x-MVi/77-- 

h (0. 3 6ml) *Jq;^ 4 0^ia»nJ»il«ELfeo i§*££S3cgU mm*?* 
nfrJlJ*/* 9 J ~jl (1 0 0/1) . ^^7DDt^A/7t h> (5/1) 

3 lmg, JR§£2 1%-C^o 

1 H-NMR(DMSO-dg, 500 MHz) : <5 3. 74 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3 H) , 6. 56 (d, J=7. 9Hz, 
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1H) , 6. 96 (d, J = 7. 9Hz, 1 H) , 7. 15-7. 25 (m, 
4H), 7. 38 (s, 1H), 7. 53-7. 60 (m, 3H), 8. 55 

(s, 1H), 8. 76 (s, 1H) , 8. 81 (s, 1 H) 

H*##rM (FD-MS, m/z) : 4 4 6 (M + ) 

UttsM 15 5 

N- {4- [ (6, h^->-4-^7-V l J-^) T7 jl— M 

N / - (4-^ h^v^^— AQ ^7U7 (99) 

6, 1 -V* b*f-4- (4-Ti J y^y^ri^) > (8 lmg) 

&hJlst> (5ml) KflDl&7gft?L*:^ 4-^ h + y7x^K7v'7t-h 
(0. 2 9ml) £>!nPU 4 O^FISDi^^Lto L U h;L- 

x >-e^ Lmmoik&m* e o m g . 9 %-c^/c e 

H — NMR (CDC K , 500 MHz) : 53. 79 (s, 3H), 
4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2 H) , 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 32 
(s, 1H) , 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
8. 6 0 (s, 1 H) 
MMftVrm. (FAB-MS, m/z) : 4 4 7 (M + +l) 

15 6 

N — {4- C (6, h4'>-4-^7-V'J-;l/) ^-4-->] y^—Jl} 

-N' - (2-7Jl*u7^—Jl) frUT (11 6) 

6, 7 -V* h*->-4- (4-7^7x; + '» > (lOOmg) 

ZhJlJLy (10ml) Izm^mmL tz'&^ 2-7;WD7xz;Kv->77- 
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h (0. 3 0ml) *1m?L, 40&r&lmmmffiLtZo VrttiLtzmw&mmi, h 

JlJLycfcfrLmim(Dit&®}*9 6mg, «$6 6M/;= 

1 H-NMR (DMS O- d g , 5 0 0MHz) : 53. 98 (s, 3 H) , 
3. 99 (s, 3H) , 7. 00-7. 04 (m, 1 H) , 7. 13 — 7. 17 

(m, 1H), 7. 2 3-7. 2 7 (m, 3 H) , 7. 39 (s, 1 H) , 
7. 5 4-7. 5 7 (m, 3 H) , 8. 10-8. 20 (m, 1 H) , 8. 55 

(s. 1H), 8. 65 (s, 1H), 9. 26 (s, 1 H) 

K*##f m ( F D - M S , m/z) : 434 (M + ) 



Htfe^J 15 7 

N- {4- [ (6, 7 -V* h^->-4 :7^_;U} 
-N' -n-yf;^P7 (22 0) 

6, 7-v^ Hr*>-4- (4-T5 / 7 xy*vO **-!/y > (1 0 Omg) 

(10ml) »CJD^»» L n-yfMV->77-h 
(0. 2 9ml) £fla*.. 4 O^lfflflnSMBSteLfco ^iS^S*^ g|«t£?nn 

*)\si±/T-tvy (5/1) TJgga-^s^y^y^ft^A^o-T h/77>f -ic 

1 H-NMR (DMSO-dg , 5 0 0MHz) :<5 0. 9 0 (t, J = 

7. 3Hz, 3H) , 1. 28 — 1. 46 (m, 4 H) , 3. 09 (q, J = 
6. 7Hz, 2H) , 3. 97 (s, 3H), 3. 99 (s, 3H) , 6. 23 

(brs, 1H), 7. 14 (d, J=9. 2Hz, 2 H) , 7. 37 (s, 1 
H) , 7. 47 (d, J=9. 2Hz, 2H) , 7. 55 (s, 1 H) , 

8. 5 3 (s, 1H), 8. 58 (brs, 1 H) 
9M5Wm (FD-MS, m/z) :3 9 6 (M + ) 
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mmm 1 5 8 

N- {4- [ (6> 7->M Y*i/-A -*J UAO j^>Q 7 - 
(4 - t e r t -yf;^7x^) frJMM^gJ K C2 1 3) 

6, 1- ! J/ h + v-4- (4-7;;7x;+-» (5 4mg) t 

rfJflRS©4- t e r t - ;«JftSH (1 0 2mg) £N, N-^^f;^;l, 
A7; K (3ml) lzmMLtz'&^ l-^jl-3- (3' -v^^WUy 
ot°;U) K:!S»*g CI 0 6m g) £3n*.> M2BKT6B*IBHIfiiLfc 

3 5 %Tlfc 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : 6 1. 36 (s, 9H) , 
4. 05 (s, 3H) , 4. 08 (s, 3 H) , 6. 48 (d, J=5. 3Hz, 
1H), 7. 1-8. 1 (m, 11H) , 8. 49 (d, J=5. 3Hz, 1 H) 
KM&mm (FD-MS, m/z) : 4 5 6 (M + ) 

mmm 159 

N — {4- [(6, 7-i>7 h4'>-4-^;'J^) t^->] y^—Jl} -N 
ZjL±2kn (4 - t --7^)17 ^_ ;b) ^Mfjjli K (15 6) 
IfeSfem 5 8Tif£ft/cN- {4- [(6, 7-^h + y-4-tyj^) 
7x^;H - (4-t-^7x-;l/) K (lOOmg) 

£-N, N-^fW;^7^ K (3ml) CMLfc^ TK^b^hU^A 
(lOmg) £Jd;L n 0^lcTlB#Rgflt#LfcgL a^k^A- (3 1mg) 

mz. $ t> {c 3 mamw l 7^0 n»j5 1 tisiai<Djif^ic«fcoT«w!u ^jeofl; 

^48mg, JR^4 6%T'^ 0 

1 H-NMR (CDClj, 90 MHz) : 51. 28 (s, 9 H) , 
3. 54 (s, 3H) , 4. 04 (s, 3 H) , 4. 05 (s, 3 H) , 
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6. 3 2 (d, J=5. 3Hz, 1H), 7. 0~7. 3 (m, 8H), 

7. 42 (s, 1H), 7. 50 (s, 1 H) , 8. 47 (d, J=5. 3Hz, 
1H) 

®fi##HI (FD-MS, m/z) : 4 7 0 (M + ) 
ISfefll 16 0 

N- (4 - t -y^Jly - {4- [ (6, h^->-4-^y 

U;u) £jrS/] -7 ^-yu} jjjitf z K (15 5) 

4- (6, 7->M h + '>-4-*yj;l/) (5 4mg) irfJ 

S£S©4 - t e r t -y^-A'T— U > (1 0 2 m g) N-y^f^U 
T ^ K (3ml) KjgflPLrt:!^ 1 -sc^-jl- 3 - (3' -^f;l/7 5;^a 
fcVU) S KiSBfcS (1 0 6mg) £fln*.x tSi:t 6 BfrlSMtfl* LfcSU 

mMM 51i l^fil©»ftic cfc ■=> TffiM U mm<Olt&®}& 29m g> iK^ 3 5 % 

1 H-NMR (CDCL, 90MHz) : 51. 34 (s, 9 H) , 
4. 03 (s, 3H) , 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

nmftVrm (FD-MS, m/z) : 456 (M + ) 

t&m 1 6 1 (##00 

2 - (6, 7-^ht'>-4-4;'J;b) -2- (4-^n^67^-;b) T 
rfim(D4-Zfu*-7*—JUT't h— h'J^ (4. 3 g) h^Ji> (1 0ml) 

fcJMU ortefijK&TtffcSU Tk^b^-hU^A (1. Og) ^5 0*0 



WO 97/17329 



14 5 



PCT/JP96/03229 



(2. 2g) ^M15^«m TK^^PMi^^-efflitJL/Co &7j<lpft& 

8 5 Omg. 1R^2 2%^ntz 0 

1 H-NMR (CDC K , 90 MHz) : 53. 66 (s, 3H) , 
3. 80 (s, 3H), 5. 40 (s, 1 H) , 6. 74 (s, 1 H) , 6. 9 
~7. 4 (m, 6H) , 8. 54 (d, J=4. 6Hz, 1H) 

Sa^tFrM (FD-MS, m/z) : 3 8 2 (M + ) , 3 8 4 (M + +2) 



mmm 1 6 2 (###d 

6, 1 - } J* h*i/-4- (4-7d ; &7x^M^) 'J > 
l£»J 16 1 ~e&Z>titi 2 - (6, 7 - if * h + >>-4- + /'J;l/) - 2 - 
(4-^o€7i-^) T-fe h (8 5 Omg) £6 0%«fflfeK*«[ (5 

*u si^ddw^;-^ (loo/i) -psB8t5'>';*y;u* 

7A^nvh^77^ - «c «fc *? fits U ilO{t^^- 2 6 0mg, iR^3 3% 

1 H-NMR (CDCL, 90 MHz) : 53. 90 (s, 3H) , 
4. 02 (s, 3H) , 4. 3 1 (s, 2H), 6. 9~7. 5 (m, 7 H) , 
8. 6 3 (d, J =4. 4Hz, 1 H) 

11^1 (FD-MS, m/z) :3 5 7 (M + ) . 3 5 9 (M + + 2) 



WO 97/17329 



14 6 



PCT/JP96/03229 



mmm 1 6 3 c##w 

T^3*>^i§mT> %Wfi\\ 6 2T^t>tl^6, 7-^^ + ->-4- (4- 
^^71-^^^) +7'J> (2 5 Omg) £t=- h7tFo77> (4ml) 

(0. 3m 1) L 1 mffiMft L fco &i-v r- h 7 fc Ka77> (1ml) 

L fcififfc hU-n- yf-JlxX^WTf Ln - 7 8 °CT- 2 B^flt^ L /c c 7k 

2t£^*-9->/§1^x.^ (3/1) -eJg^-S^'J iJY^ii^ 
-Jc^OfjfgJU mmoit&yoZ: 8 5mg. iR^2 2%-rlf/Co 

1 H-NMR (CDC L , 90 MHz) : <5 0. 7~1. 6 (m, 27 H), 

o 

3. 88 (s, 3H) , 4. 02 (s, 3H) , 4. 34 (s, 2 H) , 7. 0 
-7. 5 (m, 7H) , 8. 63 (d, J=4. 6Hz, 1 H) 

16 4 

(4- [ (6, 7-^^ ht'>-4-»; U;l/) ^^b] 7x~^} (4-t 

;u) (16 2) 

HJ£0H 6 2Tl#S>*lfc6, 7-5*;* h**>-4- (4 - h »J - n -Zf+Jlx 
9—*Vj-—)\,}?-)V) *J U > (8 2mg) N Tfri£©4 - t -7*fM>^ 

d ij K (3 1m g) 1$£lfm&M<D t:* (h'J7 i;WZ7^ » 
•7 A (II) ^DiJ K4^nn*U (3ml) (C*gft?U jD^053tET. 1 5B#Rg 

^+t>/ftSif;l' (2/1) -CJ8&8-$-*«l*nv h???* -iz&btt 
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^ H — NMR (CDClg, 90MHz) : 6 1. 36 (s, 9 H) , 
3. 91 (s, 3H), 4. 03 (s, 3H) , 4. 45 (s, 2 H) , 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 
Sl^I (FAB-MS, m/z) : 4 40 (M + +l) 

H»J 16 5 

N- (4-7J^D7x-;l/) -N' - {4- [ (6, 7-^/- h4^>-4- 

^yj^) y^—M =t-*^v7 (2 0 3) 

6, h^r^-4- (4-7^7x; + y) +y | J>(100mg) 

£ bJl^> (10ml) IzljQf&mfftLtz'^ 4-7;^o7i^WV^7 
(5 2mg) Ztinx.^ 2 4B$r#mM3BMLtio ^^S*U n 
a*^A/y (1 0 0/1) -?g§i§-r<5 > U *m7i^o7 h?*^ 

7 - fc «fc flag L > ^gO>rt£-$j£3 2rag, JK§£ 2 1 %Tl#*: 0 

1 H-NMR (DMSO-dg, 50 OMH z) : 53. 93 (s, 3H), 
3. 95 (s, 3H), 6. 50 (d, 3 = 4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H) , 7. 4 0 (S, 1 H) , 7. 4 7 — 7. 5 0 (m, 3 H) 
, 7. 59 (d, J=8. 6Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 
1H), 9. 80 (brs, 1 H) , 9. 84 (brs, 1 H) 
IlMf (FAB-MS, m/z) : 4 5 0 (M + +l) 

mmm 1 6 6 

1- (4 -?;M-p:7^-;b) - 2 - vT y - 3 - {4- [ (6, h 

^y-4-^'J^) t±Sd 7*—M ?7-P> (2 0 4) 
$mmi 6 5rfft>n/:N- (4-7WD7ii^) -N' - {4- [(6, 
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7-^n^y-4-+/'J;l/) 1 ?-*7VT (33mg), 

u^i/)Vf))V^^^ * K (3 1mg) . teilCy^vyoh^xf^ 
7i>^M^f P> (10ml) K-mMLtio CCCTHF (1ml) icjftflp 

l^vjt-^ k (i6m g ) ^jo^ist-ifta^ l tz 0 mm^m^u mm* 

?nu*jlA// ? J -jl (100/1) •egHtS>"J*^*7A^D-7 h 
/77^-l:J;t) fft$g L> mm<D<k&ya& 3 4 m g „ 9 9 96TWfco 
1 H-NMR(CDClg, 90MHz) : (5 4. 03 (s, 3H), 
4. 05 (s, 3H) , 6. 50 (d, J=5. 1Hz, 1H) , 6. 8~ 

7. 6 (m, 10H), 8. 52 (d, J = 5. 3Hz, 1 H) 
»fi##Hfi (FD-MS, m/z) : 45 7 (M + ) 

mmm 1 6 i 

N- (2-7 )\s*W7 -N' - {4- [ (6, l-V* h^->-4- 

^'J^) 7jl-M ?*7UT (2 0 5) 

6, 7-v?> h + i/-4- (4-75/7*y*i/) *;>J> (1 0 Omg) 
£h;Ujc> (10ml) \ztiQM&mLtz'&^ 2-7Wo7xz;l,ft^7->7 
*-h (0. 0 5ml) £fln;U 2 4 l^lffl&n«jtflE L 7t 0 U £S2t£ 

pau*Jl>A// $ J -)\, (10 0/1) T-Jg^l - * 'J W*7A?D7 h 
^7 7-f-i:«k0«l!!U IS©{b^6 6mg, J&§£ 4 2 %-£l#*io 

1 H-NMR (CDC 1 3 , 90MHz) : 54. 03 (s, 3H), 
4. 05 (s. 3H) , 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1~ 

8. 0 (m, 10H), 8. 53 (d, J = 5. 1Hz, 1 H) 
li^fftt (FAB-MS, m/z) : 4 5 0 (M + +l) 
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nifeffl 16 8 

1- (2 - 2 p Z •£ = ;t/) ~2-->7y-3 - {4- [ (6, 7->M h 
t->-4-t;'J^) j^jO ?*7- v > (2 0 6) 

Xlfcftll 6 7T^t>ttfcN- (2-7;l/to7x-;l/) -N' - {4- [ (6, 
7-^n + < >-4-^;'JA) ^i-M ft^UT (4 2mg) N 

o'\4->;l/2z;l,5j?iM $ K (3 7mg) N telgS© V^n iiJlx.^jl 
7;>*M/f U> (10ml) fclfcJBLfco -ClcTHF (1ml) 
LtW; K (20mg) «rJn^.SS-e— L fco 3®K^@*L> 
^on*W^ (100/1) -^JSBB^-S *>U nv h 

1 H-NMR (CDC In , 90 MHz) : 54. 04 (s, 3H), 
4. 06 (s, 3H) , 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d, J=5. 3Hz, 1 H) 

mmftvtm cfd-ms, m/z) : 457 (m + ) 



mmm 1 6 9 

N — (2-^ h^>:7^— ;U) -N' - {4- [ (6, 7-^ h^->-4- 

±±^2 7*—M ±*j5±T (2 0 7) 
6, 1-*J* h*->-4- (4-T^y^iy + i/) +/'J> (100m g) 
£hAoc> (10ml) fciDfl&*#P L fcSL 2-^ h^v/7i-W'f7'>7 

*-h (o. 0 5mi) 2 4&mmmam.Lt:o mmz^t, mm* 

?un*jl&/J ? (10 0/1) rt^Utf^A^o^ h 

^77^ -lwJ:t3f||KiU ^®©>fb^l£ 7 8 m g . JR^5 0%^fe o 
1 H-NMR (CDC 1 3 , 90MHz) :<5 3. 86 (s, 3 H) , 
4. 04 (s, 3H) , 4. 05 (s, 3H), 6. 52 (d, J=5. 3Hz, 
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1H) , 6. 9~8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
KftfttFHfi (FAB -MS, m/z) : 4 6 2 (M + +l) 

nmm no 

N- (2 f-Jlysc-jV) -1ST - {4- [ (6, 7->M h^-->- 4 -4- 
yjMO 7^— ;!/} ^frUT (2 0 9) 

6, 4- (4-7i77xy + y) (80mg) £ 

h;U^-> (10ml) icUigilfc^ 

h (0. 0 4ml) ^D^. 2 4^P B ltjn^jS2>{tL/Co U £l^£?n 

n^Wy ^y-;U (1 0 0/1) T-Jg^-r&^'J tWU^A? a-e h ^'5 

7 4 - K ck *) L . mm<Diter®}%: 3 lmg. JR^2 6%T^^ 0 

1 H-NMR (CD C 1 3 , 90MHz) : 52. 38 (s, 3 H) , 
4. 03 (s, 3H) , 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J=5. 3Hz, 1 H) 

mmftVrm (fd-ms, m/z) : 445 (m + ) 
mmm 171 

N — (3-^?-;l/7^-A0 -N / - {4- [ (6, 7- { Jj* h*'>-4-* 
I V)V) *^->] yjL-jl) ft»U7 (2 11) 

6, 7-vV h^r^-4- (4-T^ /7xy + -» +>'J> (8 lmg) £ 
h)lJLy (10ml) iz-mmmMLti&i. 3-^f^7x-;l/ft^vm- 
h (0. 0 4ml) ^tJD^ 15^SDlfe«ML/Co ?$i&3r®i&U Hat£?n 
n*;bz\/y *y (10 0/1) T*m%-?& > U *W7A^D7 
7 * - ic «fc t) «f»! U McD>fb^^6 6mg. JR^5 5%-e^ 0 

1 H-NMR (CDC 1 0 , 90MHz) : <5 2. 4 0 (s, 3 H) , 
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4. 03 (s, 3H) , 4. 05 (s, 3 H) , 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
mfttfrm (FD-MS, m/z) : 4 4 5 (M + ) 

1 - -2-^77-3- (4- [ C6, 7-^^h^ 

Hifcflll 7 0Ti§£>*l/cN- (2-y^7x-i) — N' - {4- [(6, 
7- f J* h*f- UAO f^-)P7 (2 4mg) % 

vJ->^d^'>M;^^? K (4 5mg) > i>V V :/o t°;Ua^;U 

7^ >^if^f (7ml) JcaURLfco - CtcTHF (1ml) {cjgfl?L 
fcW; K (2 8mg) ^Ja^MST-Bfea^L/Co »j«£g*U 
a o •frf\,k>/j. 5 J -Jl (1 0 0/1) "CJSBS^ - * *> U iiffrii 7A?D7^ 

1 H-NMR(CDC1 3 , 500 MHz) : 52. 3 6 (s, 3H), 
4. 03 (s, 3H) , 4. 04 (s, 3H). 6. 46 (d, J=5. 5Hz, 
1H), 7. 3 0-7. 45 (m, 9H) , 7. 50 (s, 1 H) , 8. 49 
(d, J = 4. 9Hz, 1H) 

WmftVrm (FD-MS, m/z) : 45 3 (M + ) 

rn&m 173 

1- (3-yWxr.;l/) -2-->Ty-3- {4- [ (6, 7-V* 
■>-4-4;'JJl/) ;Mr->] 7 ^— ;l} g7£oj> (2 12) 

HJfeflll 7 lt?ff^n^N- (3-^f^7x-;b) -N' - {4- [(6, 
7 \>*i/-4-*J >J AO 7x-^} U7 (18mg) N 
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i?i/!ru<^*i/jl1jj],#:J4z K (3 5mg) „ 5M VZfa 

7; >&i&{k/ (6m 1) KfeMLtz c CCCTHF (1ml) izmML 

tzz/T+i k (2 3m g ) ^ jn^mfi-e-Bfeai^ l tz 0 mmz^L, mmz? 

uu*)\,u/t 5 J -)l (1 00/1) -emffit Z> *J ¥ )lt> "5 2* ? u 
^7^r -(Cct *)*jf£SJU ^©<b^^l9mg. iR^9 5%Tl#/c 0 

1 H-NMR (CDC lg , 5 0 0MHz) : 52. 38 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3H) , 6. 48 (d, J=5. 5Hz, 
1H), 7. 10-7. 45 (m, 9H), 7. 51 (s, 1H) , 8. 48 
(d, J=5. 5Hz, 1H) 

% ft ( F D - M S , m/z) : 4 5 3 (M + ) 
Hflfe^J 17 4 

H»J2 2"e1§fc4- h U -n-y^^^V- 1 h + ^>f;l/7x;-;l/ 
(1. 3 g) <h TfT 4 - ( h U 7Md> h**» OV4)l ?ooK> 
V^JV? a 'J K (6 7 4mg) ^7pu^U (5ml) <;i7gft?U rfJlRS© h* 
X ( h U 7x^*X 7 4 » a*7^-)A (I I ) JdiJ K (8mg) £rA*U 

(2. 0 g) ^7tKo77> (4ml) K:Jg*?$-ti\ 7K (5ml) t 6N 
ifiK*»« (15ml) £flD;LT 8 tiFlfllS&fE Ltzo EUtMGtottt 9un*)l 

->U J] ¥ J* 2 n h7*77>f 

- K <k t> U 2. 1 g*#^ 0 

M#tfHt(FD-MS, m/z) :2 8 2 (M + ) 
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mmm 175 

(4-F'J7^oy F4->7x-^) {4- [ (6, 1- : J* 
±Z U )V) *±jd 7*—M * $ J > (2 8 4) 

Hifeflll 1 7 7?ifc4 - t Ko + ->7i-^ 3 - h U 
;U (581mg) tffi&SGM-^f-^TS y t°U >?> (2 7 7mg) 

(2 0ml) ^Ati. 7;^*>MTl£tUf 1«4- 
?od-6, 7 - h + i/+7'J> (460mg) &1]Q?L. 2 4 B^flnjS&gSft 

^av - lw J; & UHHlSU Il^oo^;bA/|^ixf;|, (5/1) T 

4 7 0mg, JR^4 9%^ntz 0 

1 H-NMR (CDC 1 3> 5 0 OMH z) : <5 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz, 1 H) , 7. 28 (d, 
J =8. 5Hz, 2H), 7. 35 (d, J=8. 7Hz, 2H) , 7. 46 

(s, 1H), 7. 47 (s, 1H), 7. 89 (d, J=8. 5Hz, 2H), 
7. 92 (d, J=9. 2Hz, 2H), 8. 59 (d, J=4. 5Hz, 1 H) 

nmfttiim (ED-MS, m/z) : 4 6 9 (M + ) 

m&m 176 

4-n^i/7x-;l/ 4-3 - K'7 -x— ;b >?- h > (#%ffij) 
mHSS©— hny ^> (10ml) 4^ rfJB&«S>£>T- V (1. 0 8 g) t 
mBSS©4 -3- KK^yVA^ o U K (2. 6 7 g) £mS£i£<ZW y T-;Hf* 
A ( I I I ) h U 7^d^ h (6 2 Omg) *fln*^ 6 OTJfc 
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TimitftLtZo S^S^-^TKi^ oD^;bAT5rSi^ ? on*;bAJg£$& 

7 2 2 m i\m 2 i %-cmtzo 

M&ttVrm (FD-MS, m/z) : 3 3 8 (M + ) 

mmm 177 

4-(:Kp^y7x-;i/ 4-3 - R?^— ;b y h > (t 

(722m g) ^^dd^> (2 0ml) Ki&mL, *^T1. 0M^'n> 
h 'J 7*o ^ F-^^od^ (9ml) £}JD;L. MS^fll^ L/Co 1 

it£rty}%: 3 8 0 m g. i|»5 5 %Tl#rr 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 6. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

SCS##rffi (F A B-MS, m/z) : 3 2 5 (M + +l) 
17 8 

{4- [ (6, 7-^^ 'J^) t^y] 7x-M (4-a 

— K"7 jc— ;l/) (2 8 5) 

t;Uh*>^T> USte^J 12 0 Tif*: 4 - fc Ko*'>7x-;i/ 4-3-^7 
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*.=.;U >r h> (3 8 Omg) i4-->7f;H; J t° V (1 5 8mg) £ 
4- •> U > (11ml) *^Aft3gffl#»# L fe 0 2 m 4-^on-6, 7 - 
>M h + ij > (2 6 2mg) Srfln*.. lDfejD^iSML^o 

/57^ -l-«tt)fi$5!m. Il^nn-t^A/Hixf-^ (5/1) T*mmt2> 

1 H-NMR (CDC 1 3 , 500 MHz) : 54. 03 (s, 3H) , 

4. 07 (s, 3H) , 6. 66 (d. J=4. 9Hz, 1 H) , 7. 27 (d, 

J = 7. 6Hz, 2H), 7. 46 (s, 1H) , 7. 47 (s, 1H) , 

7. 54 (d, J=8. 6Hz, 2H) , 7. 88 (d, J = 7. 9Hz, 2 H) 

, 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

MbfrflHt (FD-MS, m/z) : 51 1 (M + ) 
ISJfcfll 17 9 

rfJHSncj©— ha/^> (10ml) 4>> TUKSOT— V-;U (1. 0 8 g) £ 
rfjflRS©4 -yotK>'/^;^ d 'J K (2. 2 0 g) £ rfrSSS© >f t- JHf ^ 

A (I I I) h ij yjlj-nj 9 >XJl>**- h (62 Omg) 6 0°C{' 

7"^T'^t 5 •> 'J * ^rV^ 7 A ^ o ? f /7 7 7 ^ — Id J; 0 flf L N ^jgCD-fb 
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1 H-NMR (CDC 1 g. 500MHz) : <5 3. 89 (s, 3H) , 6. 
97 (d, J=8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2 H) , 

7. 62 (d, J = l. 8Hz, 2H) , 7. 80 (d, J=9. 2Hz, 2 H) 
mmfttirm (FD-MS, m/z) : 2 9 0 (M + ) , 2 9 2 (M + + 2) 

mmm iso 

(1. 6 5g) ^v?^aoy^> (2 0ml) l:il!?U *^Tl. 0 M^n > 
h 'j^a^ F-^7od^>M (2 3ml) £2)0*-. ^S*JS#Lfc 0 1B& 

v>\\L€im* i . 3 4 g . w.m 8 5 

1 H-NMR(DMSO-dg, 500 MHz) : 56. 90 (d, J = 

8. 5Hz, 2H) , 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J=8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 
(b r s, 1H) 

m&ftVtm (FD-MS, m/z) : 2 7 6 (M + ) ,2 7 8 (M + + 2) 

i8i 

{4- [(6, 7-^ h4->-4-^; ^1/) t4'>3 7x-;i/} (4-7 
a:£7x.—Jl) (2 8 6) 
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>rh> (I. 182g) i4-^f;i/7;;f'Ji?> (5 7 3mg) 
^yU> (37ml) tp^AtlMi&$*&ftLtio 30^t4-^DD-6, 7 
- 'J * h + ->+yj> (9 5 4mg) £fln;L, 1 Bfttal&gaiS L rtio RlSiR^ft* 

o^^A/sixf^ (5/i) -vmrni- zmm i") X ¥ ji< ? u h ? ^ ? j - 

f-cfcDIfgJU II©{b^^ 1 . 5 7 4 g. iK^7 9%T s ?#^o 

1 H-NMR(CDC1 0 , 500 MHz) : 54. 05 (s, 3H), 

o 

4. 06 (s, 3H) , 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J=8. 6Hz, 2H), 7. 46 (s, 1H), 7. 47 (s, 1 H) , 
7. 65 (d, J=7. 9Hz, 2 H) , 7. 70 (d, J=8. 5Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

®«##Hi (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + +2) 

mmm 1 8 2 

(4- [ (6, 7-v7 [ J^) t^y] 7x_;l^} [4 - 

(N-yf-;i/tr^7^y) 7j..=.;i/i (2 8 7) 

>rh> (2 32mg) £h;Ux> (5ml) 4^A*U MfcrfJlRScDN 
-J^Jlf^ify (6 lmg) % ± h 'J7A t -7*h*i/ K (6 7mg) x 
t°* (h'j7x-;l/t>77^ » /<^^«7A (I I ) *n U K (7mg) >&](jn^ 
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EET*IKe*fft»S>ftrt:ME*^ ^do^W^;-^ (10/1) T'Jggfl 
"T^JS:/ 'J tjfJl? d-7 h :7 ^ - IC J; <9 fit SSJ U aje©^^5 3mg N 

1 H-NMR (CDC 1 „. 500 MHz) : 5 2. 37 (s, 3H), 
2. 58 (t, J=5. 5Hz, 4H) , 3. 41 (t, J = 5. 5Hz, 4 H) 
, 4. 04 (s, 3H) , 4. 06 (s, 3 H) , 6. 63 (d. J=4. 9H 
z, 1H), 6. 92 (d, J=9. 2Hz, 2 H) , 7. 25 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 51 (s, 1 H) , 7. 81 
(d, J=8. 5Hz, 2H) , 7. 87 (d, J=8. 6Hz, 2 H) , 
8. 5 6 (d, J =4. 9H z, 1 H) 
Il^tfft (FD-MS, m/z) : 4 8 3 (M + ) 



mmm 1 s 3 

{4- [ (6, h^->-4-^y |MO "7^— M [4-^ 

M'j;7x-;b] /^7> (2 8 8) 
T^rfyStfTFx ^Ufeflll 2 3TWc4-t: Kn + i/7x^ 4-7o^7 
;l/ ^rh> (2 32mg) £ h;bi> (5m 1 ) cf\A*U MtCTfJISSO^ 
Jl*V > ( 5 2 m g) „ ± h U »7 A t-7*h + ->F ( 6 7 m g) „ t X ( h U 
7x^t^7>f » '^v^A (II) ?p'J K (7mg) ^SD^.^^ 

*m?#^n/c^^ ^D*;i/A/iHixf^ (5/i) -cmmi-zmm^*) 

1 H-NMR (CDC l „, 500 MHz) .6 3. 34 (t. J=4. 9H 
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z, 4H), 3. 88 (t, J =4. 9 Hz, 4H), 4. 04 (s, 3H), 

4. 07 (s, 3H), 6. 64 (d, J=5. 5Hz, 1 H) , 6. 92 (d, 

J = 9. 2Hz, 2H), 7. 26 (d, J=7. 3Hz, 2 H) , 7. 83 
(d, J=9. 2Hz, 2H) , 7. 87 (d, J=8. 5Hz, 2 H) , 

8. 56 (d, J=5. 5Hz, 1 H) , 7. 49 (s, 1H) , 7. 51 (s, 
1H) 

SCAfttffffi (FD-MS, m/z) : 4 7 0 (M + ) 



mmm 1 8 4 

{4- [(6, 7-^^->-4-t;'J^) tty] 7x-;M [4-fcT 
p'J^7x-;b] y^y> (2 8 9) 

yi>> (2 3 2mg) ^h;^^ (5ml) cp^Atl^ JglwTfJflRS,© t° 
n'J^> (4 3mg), th'J^A t -7h+-> K (6 7mg) . hfT; (h U 
7x-HX7>f » a*7>;^A (I I) 7o U K (7mg) «-j&DX.rt:SU 1 0 
0 °Ci£ 1 86a£# L K&m&Bll&fflU&itl- b U «7 ATK^i 7 o o tJbAT 
#® 7 a o * A S ^^TK^M ^ 7* * *> * A L 7-c o i*ETi&»ES*& 

^on*;i/A/^ii^ (5XD -essa-r S iSIJl u * y 

a-^ h7*^7^ - fc: «fc t> flHK U mm<D4t&Va$: 4 5mg. iR^2 

1 H-NMR (CDC 1 „, 500 MHz) : <5 2. 05-2. 08 (m, 4 
H) , 3. 38-3. 41 (m, 4H), 4. 04 (s, 3H), 4. 06 (s, 
3H) , 6. 57 (d, J=9. 2Hz, 2 H) , 6. 62 (d, J=4. 9H 
z, 1H), 7. 24 (d, J=8. 6Hz, 2H) , 7. 45 (s, 1 H) , 
7. 52 (s, 1H), 7. 82 (d, J=9. 2Hz, 2H), 7. 84 (d, 
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J=8. 5Hz, 2H) , 8. 55 (d, J=4. 9Hz, 1 H) 
K«#*rffi (FD-MS, m/z) : 4 5 4 (M + ) 

H»J 18 5 

{4- [(6, 7-y7 ^^y] 7x_;l/} [4-e 

^'J v ! y7x^] y^7> (2 9 0) 

T;U=f>SUsftT\ 1 2 3 Tifc 4 - t Ko + ->7 x-;b 4-7'n^7 

>rh> (2 32mg) h;l/JO (5ml) 4^AtU MM rfJlSiS© t° 
v> (51mg), th'J^A t -7*h + i/ K (6 7mg) x {fx ( h U 
7^;l,*x:7>r » /n'7^>7A (I I) ^nij K (7m g) *1)U*-tz'&^ 

i o o °c* i mmnttz 0 ^m^m^m^mt^- b u •> atr^^ * □ o *ji 
£&.&*>titiwtt 3 6:> ^oD^wsiixfji (5/i) -esBa-r s *> u 

*Wo7h/ 7 7^ - K «fc & *MK U mm<D4t€iy}&7 5m g> 1R^3 2% 

1 H-NMR(CDC1 3 , 50 OMH z) : <5 1. 68 (brs, 6H), 
3. 38-3. 39 (m, 4H) , 4. 04 (s, 3 H) , 4. 06 (s, 3 H) 
, 6. 63 (d, J=4. 9Hz, 1 H) , 6. 89 (d, J=8. 6Hz, 
2H), 7. 25 (d, J =8. 5Hz, 2H), 7. 45 (s, 1H), 
7. 52 (s, 1H) , 7. 80 (d, J=9. 2Hz, 2 H) , 7. 86 (d, 
J = 8. 6Hz, 2H), 8. 56 (d, J=4. 9Hz, 1 H) 

WmftVrm (FD-MS, m/z) : 4 6 8 (M + ) 
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mmm 1 8 6 

N- (2-* h^->-4-h^.x-;U) -N' - {4- [ (6, 7 - i? / 
->-4-t;'J;b) t^->] 7*.—M uUT (2 2 2) 

6, h + i>-4- (4-7^7x; + -» +;>J> (52mg) £ 

b;loi> (5ml) fc«S»U h'JxW;> (1ml) &1jQ?Lti'&^ h U 7 
txy> (52mg) £flQ;i N 2 ^HJDJRjBaE L Sftftl;: 2 - ^ h 4- 5/ - 4 
-t^xiJH; > (1 0 3mg) trtiaz.. 1 3 5)Fa1ttliiiS L fc 0 

g?7ki!t^ h y ^ATk^^Sa^. ^if-;UT : 2[iift&tHL^wa®^iafn^ 

D-t> W7t h > (10/1) TRHt- S U *W7A^D7 h^77>f 

- J: «9 U mm<Dfc€r®)%: 8 9 m g . iR$9 8 %T#^ C 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 3. 67 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J=8. 5Hz, 1 H) , 7. 10 (d, J=8. 6H 
z, 2H) , 7. 21-7. 37 (m, 4 H) , 7. 43 (s, 1 H) , 
7. 53-7. 59 (m, 5 H) , 7. 79 (s, 1 H) , 8. 41 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d, J=2. 4Hz, 
1 H) 

M#tfN6 (FD-MS, m/z) : 521 (M + ) 
HJfe^J 18 7 

N- (2, 6 -vM 7 7a b°;l/:7^ — AO -N / - {4- C (6, 7 - : J * b 
^v-4-^;'J;l/) *jrj/] 7^— (2 2 3) 

6, 7->M h*i/-4- (4-7;;7x; + -» ^;'J> (5 4mg) & 
h;U^> (5ml) hUxf^75> (1ml) &fln*.rt:SU h »J 7 
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*X>r> (53mg) &tiax.^ 8&r&tiaMMmLtz 0 fclfc%Uz2, 6-^7^ 
a h°;bT-'J > (0. 0 5 m 1 ) £tJD;L. 1 5&mmmMffi.Ltz 0 SJEtt^KH 

-eft* u m*Bm-*~ h a« l fc 0 «ffT*§i«£S£ u iss^ * n □ 

^;^/7* F > (10/1) TlBat5'> l J*y^*7A^DT - 

1 H-NMR(CDC1 3 , 500MHz) : 5 1. 26 (m, 12 H), 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3H) . 4. 0 4 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (brs. 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H) , 7. 08 (d, J=8. 5Hz, 2 H) , 7. 26 (m, 
1H) , 7. 2 9~7. 40 (m, 5H), 7. 53 (s, 1H), 8. 46 
(d, J=4. 9Hz, 1H) 

Kftfrtffffi (FD-MS, m/z) : 4 9 9 (M + ) 

mmm 1 8 8 

N- (2-^ao-4--hD7x-;l/) — N ' - {4- [ (6, h 
^■>-4-^;'J^) t^v] frUT (2 2 4) 

6, 7-v>V h + v/-4- (4-7;77x; + y) *;U> (1 0 4mg) 
£h;loi> (10ml) Kmftife1&Ltz'&^ 2-70D-4--ho7x^K 
V~>7*-h (15 0mg) £jfj[]/L. 1 Oft?m\tkMMLtZo #rtB LT^fc&H 
£«HRU h > § C t C J; i9 ISO^b^^l^ 1 7 2 m g , iRj£ 

1 0 0%-e'f#^o 

1 H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s, 3 H) . 
3. 95 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 51 (s, 1H) , 7. 
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62 (d, J=8. 6Hz, 2H) , 8. 23 (m, 1 H) , 8. 35 (m, 
1H), 8. 46 (d, J=5. 5Hz, 1 H) , 8. 57 (m, 1 H) , 
8. 84 (b r s, 1 H) , 9. 85 (b r s, 1 H) 
Wm&titm (FD-MS, m/z) : 4 9 4 (M + ) , 4 9 6 (M + + 2) 



mmm 1 8 9 

N- (3 a o -2 h^>7^_;U) — N' - {4 - [ (6, 7_Z-E1 
h4-->-4 -5- j ir^r'y'] 7*—M uUT (2 2 5) 

6, 7-vM h*is-4- (4-7i;7x;+y) +7>J> (58m g) £ 
h;bi> (5ml) izmmmm L tz^ 3-? uu-2- 1 hf-is? *-Jl"< V 
->T*-h (0. 1ml) £flD*^ 2 2 #P^!jQf&S&it L *: 0 SS^^nD^A 
/T-fe h > (1 0/1) ^SBS-a-* V"J *n*7A^D7h^77-f -JCcfct) 
**« U mm<Dfc&®)$: 75mg, JRsp 8 0 %^/c 0 

1 H-NMR(CDC1 3 , 500MHz) : 53. 7 3 (s, 3 H) , 
4. 02 (s, 3H) . 4. 05 (s, 3H), 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2 H) , 7. 15 (d, J=8. 5Hz, 
2H) , 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H) , 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1 H) 

Ii5)^fl (FD-MS, m/z) : 4 7 9 (M + ) , 481 (M + + 2) 

mx&m 190 

N- (2-7DQ-6-yf^7x-^) -N / - {4- [ (6, 7 - h 

^y-4-t;'J;b) *jrj/] Z^E^kl (2 2 6) 

6, 7->M h*v"-4- (4-7U7x; + -» +y'J> (52mg) £ 



WO 97/17329 



16 4 



PCT/JP96/03229 



hJlscy (5ml) KtD&tefRLtz®.^ 2-^OD-6-yf ;l/7xzMv> 
T*-h (0. 1ml) £ia>U n&maMMMLtZo ^TiHLT^tzm^m 

g&U h > S C i I: i D gfioft^* 6 1 m g > i&§£7 4%T-n 
f~ 

^ H — NMR (DMSO-dg, 500 MHz) : 5 2. 28 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s, 3 H) , 6. 43 (d, J=4. 9Hz, 
1 H) , 7. 18 (d, J =9. 2Hz, 2H), 7. 2 0-7. 36 Cm, 3 
H) , 7. 38 (s, 1 H) , 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H) , 7. 98 (s, 1 H) , 8. 4 5 (d, J =5. 5Hz, 1 H) 
, 9. 0 3 (s, 1 H) 

(FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + +2) 

w&m 191 

N- (3-^ aa-6 h±j£Z^=^ ~ N ' ~ * 4 ~ 7-v>V 
h4^>-4-*7 U;10 7^-^} ^U7 (22 7) 

6, 7-v>V h*->-4- (4-7;y7x; + -» +7'J> (52m g) £• 
(5ml) Kflnj&igJt? L fcgU 3-^on-6- / f*->7*-MV 
v'T^-h (1 1 lmg) £rflD;U 2 9 #figflnifeS3fc L /c c ^Sc^ a n*;UA 
/T-fe h> (1 0/1) tS5lt5-> , M^^7^^n7h/77^-i:J;!9 

1 H-NMR CCDC 1 3 . 500 MHz) : 53. 60 (s, 3H) , 
3. 99 (s, 3H) , 4. 05 (s, 3 H) , 6. 46 (d, J=4. 9Hz, 
1H) , 6. 69 (d, J=8. 5Hz, 1 H) , 6. 90 (m, 1 H) , 
7. 11 (d, J=9. 2Hz, 2H), 7. 42 (s, 1H), 7. 53 (d, 
J =8. 5Hz, 2H), 7. 58 (s, 1H) , 7. 82 (s, 1H) , 
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8. 32 (m, 1H), 8. 48 (d, J = 5. 5Hz, 1 H) , 8. 52 (s, 
1 H) 

:##fH (FD-MS, m/z) : 4 7 9 (M + ) , 48 1 (M + +2) 



!»J 19 2 

N- (4-^np-3--hD7x-^) -N y - {4- [ (6, 1 - V * Y 
*ris- 4 -*cJ UAO 7x-Jl/} OUT (2 2 8) 

6, h*->-4- (4-7;;7x; + y) +7 'J> (5 2mg) * 

bJl^> (5ml) IzlmMMMLtz^ 4-^oo-3-^ho7x-;KVv' 
T*-h (224mg) ^5Un^> 8 #Hiffll!tfi«E L fc Q Wttl LT# fc&g&tttt 
U h;^>-e^-r^Ci{Cj;t)^jgO{b^^rl 2 5mg, iR^7 5%Tl# 

H — NMR (DMSO-dg, 500MHz) :<53. 93 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1H) , 7. 21 (d, 
J =8. 5Hz, 2H), 7. 38 (s, 1H) , 7. 51 (s, 1H) , 
7. 60 (d, J=8. 5Hz, 2H) , 7. 65 (s, 1 H) , 7. 67 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 
9. 0 1 (s, 1H) , 9. 2 7 (s, 1H) 

:^tftl (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + + 2) 



mmm 193 

N- (2, 4-^»PQ7x^) -N' - {4- [ (6, 7-v^ L±jjz 
4-^7 U;I/) y^—M 7U7 (2 2 9) 

6, 1 -Vt V 4- (4-7^7x;+i/) 4;>J> (5 3mg) £ 

(5ml) izmmmmLtz^ 2, 4-^oo7x_;Kvm- 
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h (ii5mg) *jjo;u 2 o ftminmsm t tz 0 VrthLT^tzmm&wmL, 

1 H-NMR (DM S O — d g , 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 7. 22 (d, 
J =8. 6Hz, 2H) , 7. 39 (s, 1H) , 7. 40 (m, 1H), 7. 
51 (s, 1 H) , 7. 59 (d, J=9. 2Hz, 2 H) , 7. 62 Cm, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J=5. 5Hz, 1H), 9. 56 (s, 1 H) 

Kl^tfrlt (FD-MS, m/z) : 4 8 3 (M + ) 



mmm 194 

N- (2, 6-^DQ7x-;l/) -N' - {4- [ (6, b*i/- 
4 Ad *jrvp ^7U7 (2 3 0) 

6, Y*i/-A- (4-7^7x; + y) +;'J> (52m g) £ 

(5ml) izUummm L 2, 6-^no7x-Hvm- 

h (125mg) £flQ;U 1 2 ^flnffe&Sft L *io «TtilLTifc^«KU 
h >T25fe^f £ Z t ia t) IlOi^ft^ 8 1 m g . JR* 9 6 %T*^fc 0 

1 H-NMR (DM S O — d g , 500MHz) : 53. 94 (s, 3H), 
3. 94 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14- 
7. 20 (m, 2H), 7. 32 (dd, J=7. 9, 7. 9Hz, 1 H) , 
7. 38 (s, 1H), 7. 51-7. 54 (m, 3H), 7. 60 (d, J = 
9. 2Hz, 2H) , 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz. 
1 H) , 9. 0 9 (s, 1 H) 

Mfc&*flB (FD-MS, m/z) : 4 8 3 (M + ) 
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mmm 195 

N- {4- [(6, 7 -i?/ Y*ris-4-*J jMO 7f^>] - 
N' - [1 - (1-^-7^-^) j. ^>VT (2 3 1) 

6, 1 -P/ Y*is-4- (4-7;;7x;+y) U > (5 4mg) £ 

b;loc> (5ml) {Cflnf|&gJ§? L fc^L 1- (l-7-7f;l/) jL^;L^y.> T * 

-h (0. 0 5ml) £jfJD;t. 1 0 0 ftfflmt&MM L fc a il^^DD^M/ 

T-fcr h > (1 0/1) -eJgga-r-S >"J tiYJliJ'y A? n ^ -{cif^ffi 

mm<Dit&m%: 6 5 m g N ^7 2%7r?#fCo 

1 H-NMR (DMSO-d c , 500 MHz) : 51. 55 (d, J = 

o 

6. 7Hz, 3H), 3. 93 (s, 3H) , 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1H) , 

7. 11 (d, J = 9. 2Hz, 2H) , 7. 36 (s, 1 H) , 7. 4 9- 
7. 5 8 (m, 7H) , 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H), 8. 42 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 1 H) 

nmftVfm (FD-MS, m/z) : 4 9 3 (M + ) 



N- (2 -n-y^Jly^-jl-) -N' - {4- [ (6, 7 - i? * 
-4^7 UAQ -7^-^} (2 3 2) 

6, 7-^h + y-4- (4-7;77x; + y) 4-7 U > (1 1 9mg) 
3rb;U;n> (12ml) tc!&® U h 'J xf;l/7 ^ > (2. 4ml) £Jn*_;fc& N 
MJ7t7y> (133mg) ^JDX.. 2 ^HJn*iB»E L yt 0 SMl: 2 - n - 
7*f;i/7x^7; > (0. 13ml) *Jn;t N 1 0 ftWBljamMM L 7^ 0 RJfcft 
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^^un*W7th> (4/1) -CMffl-tZ is V fifA,*? A? 
~7 4 -tc^OffSiU mmolk&yo* l 3 Omg, J&^6 9%~?mtz 0 

1 H-NMR(DMSO-d 6> 500 MHz) : <5 0. 92 (t, J = 
7. 5Hz, 3H), 1. 3 2-1. 4 0 (m, 2 H) , 1. 50-1. 57 
(m, 2H), 2. 59 (t, J=8. 9Hz, 2 H) , 3. 93 (s, 3H) , 
3. 94 (s, 3H) , 6. 44 (d, J = 4. 9Hz, 1H) , 6. 98- 

7. 02 (m, 1H), 7. 12-7. 17 (m, 2H) , 7. 19 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) . 7. 58 (s, 1H), 7. 59 
(d, J=8. 5Hz, 2H) , 7. 71-7. 75 (m, 1H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

mmftVrm (FD-MS, m/z) : 471 (M + ) 



H«J 19 7 

N — (3-xh^->^;l/^7x-;^) -N / - {4- [ (6, 1 - ; J / h 
4- — 4 — ^ 7 'J j^jr % >] 7x- M frl^T (2 3 3) 

6, 7-i?y h + '>-4- (4-7;;7x7+-» +7 'J> (131mg) 
^b;boi> (10ml) KJlMSPU h 'J Jl7 J > (2ml) &tiaz-tz'&^ 
h'j7+xy> (213mg) £fln>U 2 ^PflSnJIftaiM L tz Q fcfomiz 3-Ti 
^ISiif^xxfJl/ (0. 1ml) £Jn*^ 7 5>faJP*ai*L^o SJCtt 
K&BfaK*-*- h U ^ATK^tt^Sn^ »Kxf-^-c2lHlfilitiJLfctft«WI*l»ft 

^on*W7th> (10/1) ?fiHt«'>'J*W5A^a7h^7 
"7 4 -C:«fct)*ll*ilU SB<ZMb£«j£2 14rag, J|»l 0 0%-C»fc o 

1 H-NMR (CDC 1 3 , 500 MHz) : 51. 36 (t, J =7. 3H 
z, 3H) , 4. 02 (s, 3H), 4. 05 (s, 3H), 4. 36 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 13 (d, 
J=9. 2Hz, 2H) , 7. 3 8-7. 4 5 (m, 4 H) , 7. 48 (d, J 
= 9. 2Hz, 2H) , 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H) , 7. 80 (d, J=7. 9Hz, 1H), 7. 90 (s, 1 H) , 
8. 4 8 (d, J =4. 9Hz, 1 H) 
Mfc##HI (FD-MS, m/z) : 48 7 (M + ) 



H«J 19 8 

N- (2, 3-^^do7x-;1/) -N / - {4- [ (6, 7-v'^ h4->- 

»l/7 (2 3 4) 

6, 7->>y h^>-4- u-rsy^y + v) +y>;> (52m g ) £ 

h;Ux> (5ml) fcflnf»SJ!¥ L fcSU 2, 3-y^on7x^Kvm- 
h (0. 0 5ml) £fla*^ 2 O^IBHlMIWtatL^o SlcJ»^DD,t;^/ 
T-tr h> (1 0/1) -em.ffl'fZis'JJjYJl'tl^^tv-? h?77j -fcZbtt 

n u mm<D4t&®}& 84mg, jjjsp 1 o o %-cntz a 

1 H-NMR (CDC 1 3 , 500MHz) : 54. 00 (s, 3H), 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz, 1H) , 7. 11- 

7. 17 (m, 4H), 7. 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H) , 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

M##flifi (FD-MS, m/z) :4 8 3 (M + ) 
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mmm 199 

N- (2, 4 - no:7^-;l0 -N' - {4- [ (6, h^->- 
4-^7'J;U) Z^ikl (2 3 5) 

6, 7--^h*'>-4- (4-7;77xy + y) (58m g) £ 

h;bjL> (5ml) {C iraaygfS? L TtgU 2, 4-y?oo7x^vm- 
h (9 3mg) &m?L, 2 0&mimt&MMltz o raM?oo^;bA/7t 
h> (10/1) -eJg^fS^ U ts^f^ii^ 1*9 u-7 h?'^7< -lrJ:<9*tlS!U 

mmmt&fy}* 69mg, am 1 3 %-z-mtz 0 

1 H-NMR (CD C 1 3 , 5 0 0MHz) :<54. 0 4 (s, 3 H) , 
4. 06 (s, 3H) , 6. 47 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, 3=2. 4, 8. 5Hz, 1H) , 7. 19 (d, J=8. 5Hz, 2 H) , 
7. 25 (s, 1H), 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 43 (s, 1H), 7. 52 (d, J=8. 5Hz, 2H), 7. 56 (s, 
1H) , 8. 40 (d, J=2. 4Hz, 1 H) , 8. 50 (d, J=4. 9H 
z, 1H) 

MMftVrm (FD-MS, m/z) : 4 8 3 (M + ) 



mmm2 o o 

N — (3, 4-^od7x-^) -N' - {4- [ (6, 7-i?J b±J^Z 
4-^y;;b) Jlr*ri/] 7 ^—)l>) -7U7 (2 3 6) 

6, 7-yy h^v-4 - (4-7i/7xy + -» +;>J> (51mg) 
Y)V3-y (5ml) {cJn^ft?L^^ 3, 4-^7DD7x^Hvm- 
h (10 2mg) £jta>U ZftT&lmfmWLLtZo tfftti LTt ^S^HL^ h 
>-e^-^-^ - i (c«k <9 mmolt&VdZ 7 1 m g N JR¥ 8 4 %Tr?#fc 0 

■""H-NMR (DMSO-d c , 500 MHz) : (5 3. 94 (s, 3H), 
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3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m, 2H) , 7. 3 4 (m, 1 H) , 7. 38 (s, 1 H) , 
7. 50-7. 52 (m, 2 H) , 7. 59 (d, J=9. 2Hz, 2 H) , 
7. 88 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 8. 92 (s, 
1 H) , 9. 0 0 (s, 1 H) 
MMftffim (FD-MS, ra/z) : 4 8 3 (M + ) 

mmm 201 

N- (3, 5-i??nn7 ^— ;U) -N / - {4- [ (6, 7 - >^ h^>- 
4 U AQ j^>Q 7^— A-} ^1/7 (2 3 7) 

6, 7 -vM h 4-^-4- (4-7^7x7 + y) +7'J> (5 3mg) £ 
b;l>i> (5ml) fcJnUft^L^:^ 3, 5--^DD7x^Wvm- 
h (7 6mg) SftmmmMWiLtZc, Vt&L-CgtzMik&mm.U hJl 

^>-?$tft-f2>ZtlZ£l9mm(D4k&®&7 5mg, JR^8 7%Tl#rt: 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1H) , 7. 15 (s, 
1H), 7. 20 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) 
, 9. 00 (brs, 1H) , 9. 07 (brs, 1 H) 
nmftVfm. (FD-MS, m/z) :4 8 3 (M + ) 
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mmm 202 

N — (4-^oo-2-- hD7x-il/) -N' - {4 - [ (6, JjzJLLL 

1J;U) ±±iS] 7 OUT (2 3 8) 

6, 7 -it/ h*i/-4- (4-7^7x; + y) *y D > (1 2 3mg) 
£h;bjc> (12ml) KflnJl&SfiFiB L fcSU 4-?nn-2-z[>D7iX;K 
vm-h (1 7 2mg) £jtJD;L> 1 4ftma&&mLiz 0 #rft LT^c^Fb 
*»SXU h^^-e^-TSCitCfcti^©^^ 1 7 4mg, iR^8 5 

^ H — NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 46 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=7. 3Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (s, 1H), 
7. 62 (d, J = 7. 3Hz, 2 H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H) , 8. 35 (d, J = 9. 2Hz, 1H) , 8. 46 
(d, J=5. 5Hz, 1H) , 9. 62 (s, 1 H) . 1 0. 0 (s, 1 H) 
WMftVrm (FD-MS, m/z) : 4 9 4 (M + ) , 4 9 6 (M + + 2) 

mmm 203 

N- (2-7;;-4-^oo7x-;b) -N' - {4- [ (6, 1- ! J* V 
4-jf.y y) ^-^>>] ?j,-M -7 1/7 (2 3 9) 

N- (4-^do-2--Fo7x-^) —N' - {4- [ (6, 7-v7 h 
^v-4-^y i;;U) t+->] -7j.—M 7U7 (158mg) $^dd^ 
/* * J (1 Oml/7 0m 1 /5ml ) KjgflPU f-^SBEK^- h 'J * 

A (1. 0 1 g) ^tJO^ 6 0°CCT3 7^r a WLfco ? n n*;UAT'2[Itfft 

*SaSE*e*L> ^^nn^l/A/7th> (10/1) T?gH§-#- 5 Y 
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W7A^D7h?77^ - \z «fc <9 mti! U mm(D4t&M$:3 3mg, iK^2 2 

%Ti#7t 0 

X H-NMR (DMSO-d 6> 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 5. 09 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 57 (m, 1 H) , 6. 78 (d, J=2. 4Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H) , 7. 34 (d, J=8. 6Hz, 1 H) 
, 7. 38 (s, 1H), 7. 51 (s, 1 H) , 7. 57 (d, J=8. 5H 
z, 2H) , 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 
8.8 9 (s, 1 H) 

nmm 204 

N- {4- [ (6, h^->-4-^y UAO yjL—M - 

N' - (2 - bf'J ^'^t?^'— ;U) frUT (2 4 0) 

6, 7-i>V h + >-4- (4-7^7i;+-» +;'J> (75m g) 
h^i> (7ml) icjn*ti&!? U HJ $ > (1. 4ml) *Jp^.fc8fc % 

Mj7txy> c 2 0 1 m g ) 1 ftrnmrnmrn l ^ q rjs&k 2 - e y 

k (io2m g ) &imz-. 3mmammmLtio &j&mtzfcwt 

*;UA/y-hr h > (10/1) TjgM-ra^'jT^^Vb^^A^o^ - 

K <fc !) fit*! U Sfi0{fc^8 6mg, 4W7 7%Ti§fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : (5 4. 06 (s, 3H), 

4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, 

J=9. 2Hz, 2H), 7. 43 (m, 1 H) , 7. 57 (s, 1 H) , 

7. 59 (m, 1H), 7. 7 1 (d, J=9. 2Hz, 2H), 7. 97 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (brs, 1H), 
8. 68 (d, J=4. 9Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(brs, 1 H) 

WmftVrm (FD-MS, m/z) : 4 4 4 (M + ) 

mmm 205 

N- (3-^Do-4, 6-i?t Y*^7j.-)1) -N' - {4- [ (6, 7 

- 2J: 4 zJtl V J ±l *±22 2JL=J^L ^^7 (241) 

6, h+^-4 - (4-T ^ J ? 4"» +;>J> (54mg) £ 

h;Ujc> (5ml) Icfln&iS*? L fcSb^ 3-?nn-4, 6-y^ + ->7x^ 
;KVi/7*-h (76mg) 1 8 ^BaftlttitflE L fc 0 SJEjS«*^o 

o *;UA/T-fe h > (10/1) "eSBa^"* •> U -h ffoij 7A?ovh^77^ 
- «k !> U ifiOjb^ft* 9 3mg, JR^l 0 096t?»fc o 

1 H-NMR (CDC 1 o , 500 MHz) : 53. 76 (s, 3H), 
3. 87 (s, 3H) , 4. 02 (s, 3 H) , 4. 05 (s, 3H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 49 (s, 1H). 7. 13 (d, 
J=8. 5Hz, 2H) , 7. 20 (s, 1 H) , 7. 42 (s. 1 H) , 

7. 50 (d, J=8. 5Hz, 2H) , 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J=5. 5Hz, 1 H) 

Mb^rffi (FD-MS, m/z) : 5 0 9 (M + ) , 5 11 (M + + 2) 

2 0 6 

N- (4 no- 2 f^kZ^E: ^ ~ N/ ~ {4 ~ I ( 6 - 7 - h 
^y-4-^;'J^) tt->3 7 ^—Jl} frU7 (2 4 2) 

6, 7-vM h*v/-4- (4-7;;7x;*'» *7 U > (55mg) £ 
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h;bi> (5ml) izjjamigMLtzWi^ 4-^on-2-yf;b7x-;HVi/ 
T*-h (9 0mg) &an*.> 2 6&mn*kMMLtz 0 #rfcB LTi fc^H^iftfR 
U h >T«tS : <!: i:<k ^liOft^ 6 9 m g, Wm8 0%-?mz o 
1 H-NMR (DMSO-dg, 500 MHz) : 6 2. 26 (s, 3H), 

3. 9 4 (s, 3H) , 3. 9 4 (s, 3 H) , 6. 4 4 (m, 1 H) , 

7. 18-7. 20 (m, 3 H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
, 7. 51 (s, 1H), 7. 59 (d, J = 9. 2 H z, 2H), 7. 87 
Cm, 1H), 7. 99 (s, 1H) , 8. 45 (m, 1H), 9. 15 (s, 
1H) 

3M##fflS (FD-MS, m/z) : 46 3 (M + ) , 4 6 5 (M + + 2) 
HWJ2 0 7 

N — (2-7DD-3-yf;l'7x-;b) -N / - {4- [ (6, 1 - : J * h 
^y-4-47'J^) y jl—M *J UT (2 4 3) 

6, b*i/-4- (4-7;;7i7 + y) +7'J> (5 2mg) £ 

hJlx.y (5ml) I^JD^PL^:^ 2-7nn-3-y^7x^Kvy 
T*-b (0. 2ml) ^-3tax.x 1 2 ^IHHlDJlWi«E L 7t 0 ^M^^no^ 
V7t h > (10/1) T-Jg&rr3->'J#W#5A*n^ h^77^ -JCck 

1 H-NMR (CDC 1 3 , 500 MHz) : 52. 28 (s, 3 H) , 

4. 00 (s, 3H), 4. 03 (s, 3H), 6. 41 (d, J=4. 9Hz, 
1H), 7. 09-7. 15 (m, 4H), 7. 37 (s, 1H), 7. 39 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1H) , 

7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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m&ftVrm (FD-MS, m/z) : 4 6 3 (M ) , 4 6 5 (M + 2) 

nmm 2 0 8 

N- (3-7;;-4-^Q7x-^) -N / - {4- [ (6, 7- : J* h 
*is-4 -*J 'J )Vj £±jS] y^—M (2 4 4) 

N — (4-?on-3--hD7x^) — N' - {4- [ (6, 7 - h 
*'>-4-*>"J^) t*'>] 7 1/7 (lOOmg) ^^oo^ibA 

/* 9 J (5ml/15ml/3ml) \z. : m& U ^flH*-*- h'J-7A 

(3 5 8mg) £fln*.> 6 0°C^T2 O^jf^L/Co ^ a n * ^ A 2 [etffc tB 

ME*S*U ^I^^nD^;bA/7th> (10/1) "^SBflf £ •> U * ^ ^ 

*7A^D7 h^77>f -KJ:»)*WKU SB©rt:£1&&3 9rag, i£^4 1% 

^ H — NMR (DMSO-dg, 500 MHz) .6 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 30 (brs, 1 H) , 6. 45 (d, J = 
5. 5Hz, 1H), 6. 64 (m, 1H) , 7. 02 (m, 1 H) , 7. 06 
(d, J=8. 6Hz, 1H) , 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) , 8. 47 (d, J=4. 9Hz, 1H) , 8. 56 (s, 1H), 

8. 7 3 (s, 1 H) 

I1MKFD-MS, m/z) : 4 6 5 (M + +l) 
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nmm 209 

N — (3-y Y±js7uVAd -N' - {4- [ (6, 7 - : J * h* c y-4- 
±JJ}Jd y^—M O^T (2 4 5) 

6, 1-*J* h ^ i> — 4 — (4-7;77x; + y) *7 'J > (51m g) £ 
h;Ujr.> (5ml) {cMKtigJBU h'Jxf;l/7;> (1ml) £Ju*.rt:& x h 
'J7txy> (54mg) 2 ftmiJQf&M'tiii L fc« SMC 3 - ^ h*<> 

7o b 8 ^r i > (o. 0 5mi) *aix> 1 2^-mmmMmLtzo fcmmz&tw 

^;i/A/rt h > do/1) 7?sggf s->';*y^*5A^a^ h/77>f - 

1 H-NMR (CDC 1 o, 500 MHz) : <5 1 . 82 (m, 2H), 
3. 31 (s, 3H) , 3. 39 (m, 2H), 3. 50 (t, J=4. 5Hz, 
2H) , 4. 03 (s, 3H) , 4. 04 (s, 3 H) , 5. 65 (brs, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 10 (d, J=8. 7H 
z. 2H) , 7. 41-7. 55 (m, 4H), 7. 55 (s, 1 H) , 
8. 4 6 (d, J =5. 5 H z, 1 H) 
nm&Vrm (FD-MS, m/z) : 411 (M + ) 

mmm2 1 o 

N — (2-t h^->xf-;lQ — N' - {4- C (6, 7-i?t H4^>- 4 -4- 

;'J^) £±>0 Z^E^kl (2 4 6) 

6, 7-v^y h*is-4- (4-7;;7i; + -» *y U > (52m g) £ 
h;Uoc> (5ml) tcftBfejgJI? U h'Jxf;l,7 5> (1ml) £fln*_*:& N h 
'J7*^y> (5 4mg) *Jn^. x 3 #F H ^J0*&gM L SJ£Sfttc3-y h**> 
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JL^JVT i y (0. 0 5ml) ZUhtl^ 8ftffl1mmMffi.Ltz 0 SJ^i't^TK^ 

*U h <;^AT*f£*gL*r 0 MET^£^£U £Sat£?on*;l, 

A/T-fcr h> (10/1) «t5i"J*W7A^7 

1 H-NMR(CDC1 3 , 500MHz) : 53. 36 (s, 3H) , 
3. 3 6-3. 5 3 (m, 4H) , 4. 03 (s, 3H) , 4. 03 (s, 3 H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1H) , 
7. 87 (d, J =8. 5Hz, 2H), 7. 40 (s, 1H), 7. 45 (d, 
J = 9. 2Hz, 2H) , 7. 55 (s, 1H), 7. 92 (s, 1H) , 8. 
4 5 (d, J = 4. 9H z, 1 H) 

nmfttitm (FAB -MS, m/z) : 3 98 (M + +l) 



211 

N- {4- [ (6, 1-*J* UAQ 7x_;l/} - 

N' - (2 -b"U ^;IQ -7 1/7 (2 4 7) 

6, 7-^> h*S/-4- (4-7S;7x; + «» +;>J> (52m g) £• 
bJlJ^y (5ml) KSnJKtfgAPU h'Jxf;L-7;> (1ml) ZfiaX-tzW:^ h 
'J7txf> (54mg) £?JQ;U 2 #RIEJ0J*fcg3fL L fc 0 SiCft 1^ 2 - fc* »J 5?A- 
y^^T^> (0. 05ml) £tJD;U 1 2^HJPife«SELfco SJ&JftKiJS** 

JbA/7-i? h > (10/1) T-Jggfl-T^ ->iJ*7-*M7A?07 -(r 
1 H-NMR(CDC1 Q , 500MHz) : <5 4. 00 (s, 3H), 
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4. 01 (s, 3H), 4. 58 (d, J=5. 5Hz, 2 H) , 6. 39 (d, 

J=5. 5Hz, 1H), 6. 66 (m, 1 H) , 7. 05 (d, J = 9. 2H 
z, 2H), 7. 18 (m, 1H), 7. 34 (d, J = 7. 9Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 54 (s. 

1 H) , 7. 6 6 (m, 1 H) , 8. 4 0 (b r s, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
®*#flfffi (FD-MS, m/z) :4 3 0 (M + ) 



H»J 2 12 

N- [ (4 - t e r t - Jl7 ^— ;IQ yf^kj ~ N ' Z < 4 Z [ C6, 7 
->M h**>-4 -^y D;l/) j^vj ^ 1/7 (2 4 8) 

6, 7-*J* C4-T i J7 *y*i<>) +;U> (50mg) £ 

bJi^y (5mo izmmmmt^ h >j ^7 $ > ami) ^m^ti^ b 

<)y*xY> (5 5mg) 2&ffifiam&ffiLtz 0 KEmtz (4-ter 

t -7^)17 ^—Jl^ S-f-JlTiy (0. 05ml) £fln*.. 12&maMMWL 

*U ^St*^ uo*;UA/T-t? h > (10/1) X*m.ffitZ> > U ii^f)^ti ^ A 

1 H-NMR (CDC 1 3 , 500 MHz) : 53. 99 (s, 3H), 
4. 01 (s, 3H) , 4. 38 (d. J=5. 5Hz, 1H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1H) , 7. 02 (d, J = 
9. 2 Hz, 2H) , 7. 2 0-7. 4 0 (m, 7 H) , 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 

nmftVrm (FD-MS, m/z) :4 8 5 (M + ) 
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mmm2 1 3 

N — {4- [(6, 7-v>V h^r->-4-^y U;U) ^-^v] y - 
N' - (3-h°'J-Wf;b) uUT (2 4 9) 

6, 7-y7H~>-4- (4-7;77xy + y) +7 U > (5 2mg) £ 
(5ml) tcJra&fgA?U h'Jxfjl/7;> (1ml) £jfJ0;i*:gU h 

■j y * x y > (56mg) £ja*_> 2 ftffihummm l fc e si&^ic 3 - tr u ^ ^ 

/ i > (0. 0 5ml) £JJ0;^ 1 2 ^HKlMIWffitt L fc e RlSttKiftifcK 

^A/y-trh> (10/1) 5 U 5 A ^ dt h ^77 ^ -i: 

1 H-NMR(DMSO-d 6 , 500 MHz) : 53. 93 (s, 3H), 
3. 94 (s, 3H) , 4. 34 (d, J = 5. 5Hz, 2 H) , 6. 40 (d, 
J=4. 9Hz, 1 H) , 6. 72 (t, J=6. 1Hz, 1 H) , 7. 12 
(d, J = 9. 2Hz, 2H) , 7. 35 (m, 1 H) , 7. 37 (s, 1 H) , 
7. 50 (s, 1H) , 7. 53 (d, J = 9. 2Hz, 2 H) , 7. 72 (d, 
J = 7. 9Hz, 1H), 8. 4 3-8. 4 6 (m, 2 H) , 8. 53 (s, 1 
H) , 8. 7 3 (s, 1 H) 
WmftVrm (FD-MS, m/z) : 4 3 0 (M + ) 



1 4 

N- {4- [(6, 7 -V* h*is-4-*J U_AQ 7 ^—Jl} - 

N' - (4-b°U ifJltf-jV) vlsT (2 5 0) 
6, 1 -Vt h*>-4- (4-7;;7xy + y) +;<J> (5 2mg) £■ 

hJi^> (5mi) Kmmmmt^ (imi) zimz-tz'&^ h 
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U 7^>f'> (53mg) £2jd;U 2 #H:5n?IWKfE L tz 0 JxJ&i&K 4 - t° U v;U 
> f-^T 5 > (0. 0 5ml) £fln*.> 1 2^MilML3to Sft^iw^g?7K 

;UA/y-t? h > CI 0/1) "^SIJfltS^'MW^A^DT ^77^-1; 

.t&ffissu mm(oit&®&4 om g . jr^s 4%ti#^ c 

1 H-NMR (CDC 1 3 . 500 MHz) : 54. 01 (s, 3 H) , 
4. 03 (s, 3H), 4. 43 (d, J=5. 5Hz, 2 H) , 5. 97 (m, 
1H) , 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H), 7. 20 (d, J=5. 5Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 42 (d, J=8. 6Hz, 2H), 7. 54 (s, 1 H) , 7. 81 (s, 
1H), 8. 42 (d, J=5. 5Hz, 1H), 8. 49 (d, J=6. 1H 
z, 2H) 

WMfttitm. (FD-MS, m/z) : 43 0 (M + ) 
^«J2 1 5 

N- {4- [ (6, 7-vM b*is-4-*; U ^) 7^— ;b} - 

N[ - [ (4 ^;iy ^ 7 AO ^ f^k] ^ ^ T (2 5 1) 

6, 7-vM h+>-4- (4-7^7x7+y) D > (5 lmg) £ 
(5ml) icM^Ls h'jjr.^;UT^> (1ml) *1m?Ltz'&^ h 
'J7tXf> (55mg) 2 ^Hfflia&BtfE L Tto SJCttic (4--^7f 

;I/7;;7x-A) ^f^7;> (104mg) fcjn*.. 1 2ft!SmM3BmLtZo 

BISESr^nnsfcJl/A/y-fe h > (10/1) T'gPitJ^'^TO^A^nT 
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^ H — NMR (DMSO-dg, 5 0 0MHz) : 52. 87 (s, 6 H) , 
3. 93 (s, 3H) , 3. 94 (s, 3 H) , 4. 18 (d, J=5. 5Hz, 
2H) , 6. 40-6. 43 Cm, 2 H) , 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz, 
2H) , 7. 37 (s, 1H), 7. 51 (s, 1 H) , 7. 52 (d, J = 
9. 2Hz, 2H) , 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1 H) 

WmftVrm (FD-MS, m/z) : 4 7 2 (M + ) 
Hife^J 2 16 

N — {4- [ (6, 7-v^ h^->-4-*7 U^) ^-^v] - 
N' - (3, 5--^-ho7x-;l/) frUT (2 5 2) 

6, h^i/-4- (4-7;77xy + y) +7'J> (5 4 m g) £ 

Y)Vx.y (5ml) tcJn^^L^m> 3, 5-^ha7xzyKvm- 
h (8 1mg) 2 0 53f^flQl&gMLfCo SMM^no^^Vrt 

h> (10/1) Tr®§g-rs yiJ*m7A7D7 - IC J: U 

Sl^lb^M 5 3 m g. 5 7 %Tl#fCo 

1 H-NMR(DMSO-d c , 500 MHz) : 53. 94 (s, 3H), 

D 

3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J =9. 2Hz, 2H), 7. 39 (s, 1H) , 7. 51 (s, 1H) , 7. 
64 (d, J=8. 5Hz, 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1H), 9. 2 
1 (s, 1 H) , 9. 7 3 (s, 1 H) 
HAfttfiHI ( F D - M S , m/z) : 5 0 6 (M + +l) 
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N- (y^n^y;!/) -N / - {4- [(6, 7-v7 Ft'>-4-^yj 
;U) 4-^->] 7 frU7 (2 5 3) 

6, 7-v>V h + (4-7U7x; + y) +;>J> (2 0 0mg) 

£h;Uji> (5ml) {cSQ^^L^^ y^n^WKvm - h 
(3 4 Omg) ^Jn^ 8 0-9 0°C"e3 QftT$1mmmLtz 0 Sfo&fCTk^jta 

fA^Lfco MffT^£^5feU i^?Do^A/7th> (10/ 

i) -ejg^iir* v u ?wu^A^n^ h^7>f - =t t> mss* u mm<D<t& 

$H£2 1 Omg. iR^7 4%-e^7 | -c 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 1. 11-1. 22 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2 H) , 1. 5 6-1. 6 6 (m, 2H), 
1. 6 8-1. 7 8 (m, 2H) , 1. 9 6-2. 0 5 (m, 2 H) , 3. 64 
— 3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J = 7. 9H 
z, 1H), 6. 36 (s, 1H), 6. 46 (d, J=4. 9Hz, 1H) , 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d, J=8. 6Hz, 2H) 
, 7. 42 (s, 1H), 7. 56 (s, 1H) , 8. 48 (d, J=4. 9H 
z, 1H) 

nm&vtm (fd-ms, m/ Z ) : 421 (m + ) 

MMM2 1 8 

N- (3, 4-i?7JUrny -N / - {4- [ (6, H^v 

-4-^'J^)^y] 7.x ■=.;!/} 0 1/7 (2 5 4) 

6, 7-5?* h*i/-4- (4 -T ^ 7 7 jlJ + +;>J> (5 Omg) £ 
h;lcn> (5ml) IcJjni&ygftPU hU^^UTi:-' (1ml) *1mx.iz.'&^ h 
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'J7txy> (55mg) £ An*.. 3 ^Milflft L fco RfE^t- 3 . 4 - v 7 
WD7-'J> (66mg) fcflniU 2 Oftmtium&ffiLtZo SJfc&^&TkS 

u/y-t h> (lo/i) -egMf s •> # y ;i/ *7 5 a * o ^ h ^7 7 ^ -^j; 

t>««U mmoDit&yaZ 6 3mg. jRs£8 3%Tl#/c 0 

1 H-NMR(CDC1 3 , 500 MHz) : 5 4. 0 3 (s, 3H), 
4. 06 (s, 3H) , 6. 45 (d, J = 5. 5Hz, 1 H) , 6. 96~ 

7. 02 (m. 1H), 7. 02 — 7. 10 (m, 1 H) , 7. 11 (d, J = 

8. 5Hz, 2H), 7. 41-7. 45 (m, 2H), 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 72 (s, 1 H) , 7. 74 

(s, 1H) , 8. 44 (d, J=5. 5Hz, 1 H) 
M#*rfc (FD-MS, m/z) : 451 (M + ) 

mmm2 1 9 

N- (2, 4, 5-h'J7;l/tQ7x-^) — N' - {4- [ (6, 7-^> 
h^->-4-4;'JJl/) t»'>] -7^;l} -7 1/7 (2 5 5) 

6, 7- >— 4 — (4-7;;7x7 + -» * J U > (5 Omg) £ 
h;loL> (5ml) lc;&n&rgJI?U h'J^^;UT^> (1ml) *lJDZ-tz'&, h 
'J :7 **>5r > (5 5mg) Ztnz.^ SftffimMMMLtio fcfc&ic2, 4, 5- 
h'j7;^D7-'J> (7 5mg) fcfln*.^ 2 0 L fc e SCSlc^ 

IteK*-^ h U «7A7K^*Sn^s B^»if-^-C2llIJ*aiL^StWI»)l*iafPA4fi 

o*;l/A/T-t? h > (10/1) "ZfgWf £i"J iif foil? 1*9 u-? 
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H — NMR (DMSO-dg, 5 0 0MHz) -.6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J=8. 6Hz, 2H) , 7. 40 (s, 1 H) , 7. 52 (s, 1H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 62~7. 70 (m, 1 H) , 

8. 1 7-8. 25 (m, 1H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1H), 9. 2 3 (s, 1 H) 

UtMftVtiiS. (FD-MS, m/z) : 4 6 9 (M + ) 

mmm2 2 0 

N- (2, 4, 6 - h 'J 7 ;M- o 7 ^ -n / - {4- [ (6, 7 -if* 
h^->-4-tyj;b) j^vQ -7^—^} »U7 (2 5 6) 

6, 7->M h^~>-4- (4-7^7x; + y) *y 'j > (50mg) £ 
h;l,jc> (5ml) tcJn#&§8?U MJ ol^-AT > (1ml) &1mx.tzi£^ h 
>)7**Yy (55mg)£fln*.> 3»iMLto SJt*C2, 4, 6- 
h'j7Mo7-'J> (7 5mg) 2 0 ^laltJD^ftiSzjSt L /c 0 Sft^lc^ 

n*;UA/y-t? h > (10/1) «t 5 >"J * t-^W 7 A ? n t h 7 >< 
-K«*ftgJU »{fc^3 7rag, J»4 7%"e*#fc 0 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 43 (d, J = 5. 5Hz, 1 H) , 7. 20 (d, 
J = 8. 6Hz, 2H) , 7. 29 (t, J=8. 6Hz, 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 
8. 07 (s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 14 (s, 
1 H) 
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mmftVrm (FD-MS, m/z) : 4 6 9 CM + ) 

$mm2 2 1 

N — (2, 3, 4- b VyJljruy z.-Jl) -N' -U-[(6, 1- : J* 
h*->-4-*7 V ir^-'y^ y uUT (2 5 7) 

6, 7-^^->-4- (4-7;;7x; + -» + 7 U > (50m g) £ 
(5ml) izfiammmt. bV^TJlTiy (1ml) £2ja*.fc^ h 
'J7t7f> (5 5mg) 3 5>OTI^jSffiL/-o Kf£&lc2, 3, 4- 

h'j7Mn7^'J> (7 5mg) &1jax.. 2 0 ^fl^n^igftft L tz 0 SJ&T&i^ 

u^jiA/rizby (10/1) -cmm-fz >u jjYjijj^m.? bf^y-f 

-(Cck«9^L. mmcD4b&®}%: 1 8mg, JR^2 3%Tl#fc 0 

1 H-NMR (DMS 0- d 6 , 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H) , 7. 2 5-7. 3 3 (m, 1 H) , 7. 39 (s, 1 
H) , 7. 52 (s, 1H) , 7. 59 (d, J=8. 6Hz, 2 H) , 

7. 85-7. 92 (m, 1 H) , 8. 47 (d, J=5. 5Hz, 1 H) , 

8. 7 3 (s, 1 H) , 9. 2 1 (s, 1 H) 
mmfttitm (FD-MS, m/z) : 4 6 9 (M + ) 

H«IJ2 2 2 

N- (2, 5-v^ bJ-i/y*— )V) ~N / - {4- [ (6, b*y 
-4-*J U;U) j^vj ? 9U7 (2 5 8) 

6, 7-vM h*->-4- (4-7=;7 i y=t i, » ^'J> (5 6mg) & 
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bJlJLy (5ml) izmmmmt, hijx^r^ > (lml) *1mz_tzm, h 

vy*xy> (66m g ) 3 ftmimmmm. t tz Q Kfomiz2. 5-i>/ 

h + ->7-'J> (1 0 2mg) 1 0ftmiJDf&&%tLtz o RfD&fCptl?* 

^A/T-fe h > (10/1) TJglfl-r^^y^y^^^A^ a ^ K?7^f -(C 

j^msyu ^jg<zM 8 1 m g > w.m9 0%-cmtzo 

1 H-NMR (CDC 1 „, 500 MHz) : <5 3. 68 (s, 3H), 
3. 78 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 53 (dd, J=3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H) , 7. 43 (s, 1 H) , 7. 52 (d, J = 9. 2Hz, 
2H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J=3. 1Hz, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 
SAfrtFHE (FD-MS, m/z) : 4 7 5 (M + ) 

m&m 2 2 3 

N- (3, h^->:7 ^-;l-) -N / - {4- [ (6, 7->V h^-> 

-4-^7 ;fr*y/] ^ 7U7 (2 5 9) 

6, 1 -'J/ b*f-4- (4-7;y7x7 + -» +y<J> (53mg) £ 
b;loc> (5ml) fc?JQ!l&gft? U h V xf ;l/7 ; > (lml) *1mx.tz'&^ h 

'J7txy> doimg) *m?L^ A^wmo&mLtzo Ki&mzz, 5-v 
y h*i/T->)> (6 2mg) ztiQz.^ i3ttr$-mm&m.Ltz 0 Kmmz&m* 
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h > (10/1) -VWMt Z> ^ V *l ¥ ? 2* 2 U h^77-f -IZ 

<t k> nm. Lx mmoit&m* s 5 m g N jct ioo %t-^^ 0 

1 H-NMR(CDC1 3 , 500 MH z) : <5 3. 73 (s, 6H), 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1H) , 6. 60 (s, 
1H), 7. 09 (d, J =8. 6Hz, 2H), 7. 40 (s, 1H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H) , 8. 45 (d, J=5. 5Hz, 1 H) 

Il^fffi (FD-MS, m/z) : 4 7 5 (M + ) 

m&m2 2 4 

N — (2, 3 -iSyjUXn? ^ — )V) -N' - {4- [ (6, 1- : J* b^f 
- 4 l ) )V) ^-^->3 VUT (2 6 0) 

6, h + i>-4- (4-7;;7xy + -» +yj> (50m g) £ 

h;Ui> (5ml) KtiammmL, h 'J xf ;V7 ; > (1ml) h 
'J7*X^> (5 5mg) 3ftffl1mma&MLtz 0 Kfcmz2, 3-^7 

Mo7^'J> (51ml) ^flox.. 2 0 ^SOTfeiSftt L *r Q ^ft*7£lcm®?7k^ 

A/T-fe h > (10/1) -ejg§§-r-5 >U *TO7A7 07 -lc£ 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) . 7. 02~ 
7.0 8 (m, 1 H) , 7. 1 1~7. 1 9 (m, 1 H) , 7. 23 (d, J = 
9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 59 
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(d, J = 9. 2 H z, 2 H) , 7. 
(d, J = 4. 9Hz, 1H) , 8. 
f€S#t« (FD-MS, m/z) 



9 4-7. 9 9 (m, 1 H) , 8. 4 7 
78 (s, 1 H) , 9. 2 5 (s, 1 H) 
: 4 5 1 (M + ) 



mmm 225 

N- (3, 5-^7^P7x^) — N' - {4- [ (6, ZszJl*. b*'> 
- 4 -*J \))V> y^—Jl] frUT (2 6 1) 

6, 7 -if / h 4^ i> — 4 — (4-7U7x;4-» *>"J> (50m g) £• 
h;Ujn> (5ml) ICJdJRjS#PL> h'Jxf^7$> (1ml) «-Jn*.fctSU h 

U 7 * > ( 5 5 m g ) £fln*. N 3 ^NfftlMdlSE L tz 0 m&ffiz 3, 5-i?y 
;M-oT-U> (6 6mg) &inx.^ 2 0 ^lffl*n^«E L SfSttlc^iftTK* 

h u ^atk^^jp^. »iiif-^Tr2iii*i!itoLfeaw«»*iaftftacK-T?* 

A/y-fe h > (1 0/1) ■eiHt5'> l J*W7A^D7 h^77^ -in J: 

1 H-NMR (DMSO-dg, 500MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1H) , 6. 7 5- 
6. 83 (m, 1H), 7. 16 — 7. 26 (m, 4 H) , 7. 39 (s, 1 H) 
, 7. 52 (s, 1 H) , 7. 59 (d, J = 8. 6Hz, 2H), 8. 47 
(d, J=4. 9Hz, 1H) , 8. 99 (s, 1 H) , 9. 12 (s, 1 H) 
9MWBTVL (FD-MS, m/z) : 451 (M + ) 
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mmm 226 

N- (2, 3, 6-h'J7^n7x-^) -N' - {4- [ (6, 7 - if / 

U;U) ;fr^>] frlxT (2 6 2) 

6, l-'J* b + i/-4- (4-7;;7x7 + y) U > (50m g) £• 
h;l/x> (5ml) Icfla&TgjgU h 'J xf ;l/7 ; > (1ml) ^m^tz^ h 
U 7 *Wy (5 5mg) &1mz., SftfflljaffM&mLtZc, fcf&miz2, 3, 6- 
h 'J 7;btn7- U > (5 3ml) £;Dn*-> 2 O^PaOTRiSflE Lrt:,, SJt^JC^ 

o^^A/T-fe h > (10/1) ■eIHt5>"J*f^7A^DTh/77-f 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 93 (s, 3H), 
3. 94 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 15- 
7. 2 5 (m, 3 H) , 7. 3 3-7. 4 4 (m, 2 H) , 7. 5 2 (s, 1 H) 
, 7. 59 (d, J=8. 6 Hz, 2H) , 8. 41 (s, 1 H) , 8. 46 
(d, J=4. 9Hz, 1H), 9. 18 (s, 1 H) 
WM&m m. ( F D - M S , m/z) : 4 69 (M + ) 

£Jfefll2 2 7 

N- (2, 6-^7^tQ7x-;l/) -N / - {4- [ (6, 7 -it* b±js 
-4-^7'J;b) ^-^->] 7s.— M 7U7 (2 6 3) 

6, 7 -vM h*v'-4- (4-7i77x; + y) +7 U > (50 m g) 
h;lo^> (5ml) KJra&Tga? L 2, 6-^7;Wn7x^v-/7^ 
- h (10 4mg) ^Jn^> 3 0 ^M3(HH»ai«E L fc 0 #fttJLT*felSa*ilffiU 

h;l^>Tft^6C£{c£(mg©>ffc^£5 7mg> m.m7 4%-cmtz 0 



WO 97/17329 



19 1 



PCT/JP96/03229 



H — NMR (DMSO — dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 25 (m, 4H), 7. 28~7. 38 (m, 1 H) , 7. 39 (s, 1 H) 
, 7. 52 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
K*##HB (FD-MS. m/z) : 451 (M + ) 



HJflSM 2 2 8 

N- [2, 5-h"7; (m7^toy»^) -N / - {4- [ (6, 

h±vjz ^ 2ik> **±] 7x-;H »l/7 (264) 

6, 7- h**>-4- (4 -7 ; y7x7 + y) *y»J > (5 Omg) * 

h;ui> (5mi) izmmmmt, t v ji>t $ > ami) t?mz.tz&.^ b 

vytxfy (5 5mg) Zluz.^ 3 #KHn*&B«E L MJS^f-2, 5 -ex 
(MJ7;^oyf;b) T— U> (7 9ml) *Jn;U 2 O^fflJnJIMBlELrtio 

^^OD^A/7tF> (10X1) -t?SH51- 5 U *W7A^D7 

* H — NMR (DMSO-dg, 500 MHz) : (53. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J=9. 2Hz, 2H), 7. 40 (s, 1H) , 7. 52 (s, 1H) , 

7. 60-7. 66 (m, 3 H) „ 7. 95 (d, J=7. 9Hz, 1 H) , 

8. 38 (s, 1H), 8. 4 6-8. 52 (m, 2 H) , 9. 70 (s, 1 H) 
li^flrl (FD-MS, m/z) : 551 (M + ) 
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mMM2 2 9 

N — (2, h*is7*— )V) -N' - {4- [ (6, 7->7 h^i> 

-4-^yj;b) ^-^->] ->U7 (2 6 5) 

6, 1- 9 J* (4-7;/7x7 + y) +7'J> (5 lmg) £ 

hJl^> (5ml) izmmmi&L^ h'Jxf;l/7;> (1ml) *1mz_tz'&^ h 
•J -7 * X>f > (72mg) ^tJO^U 3 £TOn*fe£M L fc e KPtMlZ 2, 
h4-->T-U> (6 0mg) &2JD;L. 1 1 ^Httn»iB«£ L fc 0 RC^Jc^tK^ 

U/T* h > (1 0/1) TJggrrS ; s V il >f =7 A? h?*-?^ 

1 H-NMR (CDC 1 o, 500 MHz) : 53. 74 (s, 3H), 
3. 80 (s, 3H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 

6. 44 — 6. 51 (m, 3 H) , 7. 06 (s. 1 H) , 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1H) , 7. 49-7. 51 (m, 3H) , 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J=5. 5Hz, 1H) 

WmftVrm. ( F D - M S , m/z) : 4 7 5 (M + ) 

H»J 2 3 0 

N — (2-^dd7x-JI/) -N' - {4- [ (6, Jjz21 
JV)V) M 7VT (2 6 6) 

6, Y*is-4- (4-7;y7x7 + -» *;'J> (5 2mg) £ 

h;Ui> (5ml) lcJiMft&«¥ L fcSU 2-^oD7xiMV->7*-F 
(0. 0 5 m 1 ) 3 0fttmi*&MffiLiz o RJfc#?fc i &*un*;UA/T 
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-t? h> (1 0/1) -eSBB-rs >"J *TO5i^D7h^77^ -KUTAISI 
U liO|h^6 4mg, JRs£8 1 %-?%tz 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 01 (s, 3H), 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2 H) , 
7. 26 (dd, J=7. 3, 7. 9Hz, 1 H) , 7. 31 (d, J = 7. 9 
Hz, 1H) , 7. 43 (s, 1H) , 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H), 8. 37 (s, 1H), 8. 50 (d, J=5. 5Hz, 1 H) 

mmftffim cfd-ms, m/ z ) : 449 cm + ) , 451 (m + + 2) 

mMM2 3 1 

N- (3-^dd7x^) — N' - {4- [ (6, 7-vV h4^>- 4 -4- 
/'J;lQ a-^vp 7x^1 9U7 (2 6 7) 

6, l-'J* (4-7U7x; + -» +;>J> (52mg) 

(5m 1) {cJn^j^L/c^ 2-?do7xzMv->7^- h 

( o . 0 5mi) ^ao^u 3 o ftmuammm t tz 0 fcmmmz ^dd* ;u a/t 
-fe h> (i o/i) Tjg§gt-^^y77y^77 5A^n^ vr^n -K^vrnwi 

U ^§0ft£r$l£ 7 2 m g . iR^9 3%T^^ 0 

1 H-NMR (CD C 1 3 , 500 MHz) : <5 3. 98 (s, 3H), 
4. 03 (s, 3H), 6. 41 (d, J=4. 9Hz, 1 H) , 6. 99 (d, 
J=7. 9Hz. 1H), 7. 09 (d, J=8. 5Hz, 2H), 7. 16 
(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1H), 7. 38 (s, 1H), 7. 42-7. 44 (m, 3H), 7. 56 
(s, 1H), 8. 13 (s, 1H), 8. 14 (s, 1 H) , 8. 44 (d, 
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J=5. 5Hz, 1H) 
MmftVrm (FD-MS, m/z) : 44 9 (M + ) , 451 (M + + 2) 

mkM2 3 2 

N- (2, 3-j>V h^>7^-;U) -N / - {4- [ (6, 7 - >M hl-is 
U;U) ^-^->] Z *-=-^> g_LZ (2 6 8) 

6, (4-7;;7x; + y) +;>J> (5 2 m g) £ 

h;l/i> (5ml) KtJQil&gft? U HJ:nf-;l/7 5 > (1ml) &m*-ti'&, h 
'J7*7^> (74mg) &UQZ-^ 3 #RBfln£lit]8fE L MfC&K 2 , 3 - vV 
h + i/T-'J > (0. 0 5ml) Zm*-, 1 1 #F a 1fln&fi^ L fc 0 Rj£3fttcK» 

*;UA/T-tr h > (10/1) > U # 7A?D7F 7 >r — 

1 H-NMR(CDC1 0 , 500 MHz) : 53. 72 (s, 3H), 

o 

3. 84 (s, 3H) , 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d. J = 

9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz, 
2H) , 7. 58 (s, 1H), 7. 85 (d, J=8. 6Hz, 1H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

Wmfttirm (FD-MS, m/z) : 4 7 5 (M + ) 
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mmm 233 

N — (4 - b Kd^->7x-;^) -N' - {4 - [(6, 7-yyh4->-4 
-^'J;b) frl/y (2 6 9) 

N- U-^O^^M-*^*— -N' - {4- [ (6, h*is 
-4- + /INU) 7x^iH -)U7 (22 8mg) £N, N->M?-;U 

twl/AT; K/lixf;b (15ml/2 0ml) lc?gj|?U h'JJif-;UTi> 
(4ml) &1}Uz.tzi&^ 2 0%7kltfb^5 v^A (1. 18g) £JD;U Tk^tf 

§I^^Do^;H,/7th> (10/1) TW^y'J^W^A^ 
D7h^' 7 7^ - {c £ fS£S! U 188mg, JR^ 1 0 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 98 (s, 3H), 
3. 99 (s, 3H), 6. 60 (d, J = 5. 5Hz, 1 H) , 6. 68 (d, 
J=8. 6Hz, 2H) , 7. 21 (d, J=8. 5Hz, 2 H) , 7. 22 

(d, J=8. 5Hz, 2H) , 7. 47 (s, 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1 H) , 8. 59 

(s, 1H), 8. 98 (s, 1H) , 9. 03 (s, 1 H) 

MftfttFffl (FD-MS, m/z) : 431 (M + +l) 

mmm2 3 4 

N- (4 -T-fc h^>7 j:— ;U) -N' - {4- [ (6, 1- : J* h^ris-A 

t^->] y^zLji} out (2 7 0) 

N- (4 -t Ko^->7x-;l/) -N' - {4- [ (6, h + v-4 

-*7'J;U) y^—M uUT (4 7mg) %mit**V> (6ml) 

l-a£#U h >Jxf;l/7; > (2ml) MftMfeWt (0. 5ml) ^ 
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f£*£L^ 0 MBET7§3g£^fc U ^t&^na*^A/y-t?h> (10/1) 
35mg, IR^6 

1 H-NMR (CDC 1 o. 500 MHz) : 6 2. 31 (s, 3H), 
4. 01 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz. 
1H) , 7. 01 (d, J=8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z, 2H) , 7. 26 (brs, 1H), 7. 32 (d, J =9. 2 Hz, 2H) 
, 7. 40 (s, 1H), 7. 45 (d, J=9. 2 H z, 1H) , 7. 56 
(s, 1H) , 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

Kftftflfiii (FD-MS, m/z) : 4 7 3 (M + ) 
HJ&0O2 3 5 

N-(3, 4, 5 - h U > Y^'yy ^-AQ — N' - {4- [(6, 
h^y-4-4^;'J^) ^-^->] y^—M »l/7 (271) 

6, 7-v?^ b*is-4- {4-T IJ 7 *r J U > (52m g) £ 

h;bji> (5ml) Icinft&fttU h'Jxf;l/7$> (1ml) £Jn*.;fc8U h 
'J7*xy> (6 6mg) £fln;L> 2 &|HNjnffeitift L tz Q 4, 5- 

v>V h + S'T— U> (76mg) £flD;U 1 9^Sal^S^L/Co R&ttfcifci* 

*JUA/T-t?h> (10/1) "T?S§a-T« )\st> 3 1*2 ^*7 7^f - 
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H-NMR (CDC 1 g, 5 0 0MHz) : <5 3 . 81 (s, 6H) , 
3. 83 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 44 (d, J=4. 9Hz, 1 H) , 6. 69 (s, 2H), 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 41 (brs, 1 H) , 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s, 1 H) , 7. 58 (s, 
1H), 8. 4 7 (d, 3=4. 9H z, 1 H) 

JMtaWtt (FD-MS, m/z) : 5 0 5 (M + ) 



^*fe^J2 3 6 

N — (2, 4-v?7^P7x~;l/) -N / - {4- [ (6, 7-v>V 
- 4 - 4; 'J ;b) a-*>0 7 ^—M -7 1/7 (272) 

6, 7->M h^>-4 - (4-7;;7x; + -» + 7 'J > (1 0 Omg) 

(10ml) fcflDH&igfl? L 2, 4-y7^tn7x-;KV"> 
T*-h (12 0ml) £Jn;U 3 0 ^P^ifcSftt L tz 0 tff*LTtfc*S^» 
BlU h^x>T-^t5Cil:«fcl3lji(D^^l 2 8mg, lR^84%T 

1 H-NMR (DMSO-dg, 50 OMH z) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 03- 
7. 10 (m, 1H), 7. 22 (d, J=9. 2Hz, 2 H) , 7. 28- 
7. 35 (m, 1H), 7. 39 (s, 1H), 7. 52 (s, 1H), 

7. 59 (d, J=9. 2Hz, 2 H) , 8. 05-8. 12 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 1H) , 9. 15 (s, 
1H) 

mmfttirm cfd-ms, m/ Z ) : 451 (m + ) 
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mmm2 3 7 

N- (2, 5-^7Mo7x^) -N' - {4- [ (6, 7 h^-> 
- 4 -4^7 U JtQ j^J/J 7 ^— ^kl 2 uy C2 7 3) 

6, 7-vM h*->-4- (4-7;;7x; + y) *7 'J > (100m g) 
^Y)Vx.y (10ml) L 2, 5--/7;Wn7x-;KVy 

T*-b (12 0ml) £2ra;L. 3 0 £NDn*tittfE L /c D #ftliLT*^fea*» 
SKU h > -e^^f S C i J: !? 1 3 2 m g , iR^8 7%T 

1 H-NMR(DMSO-d 6 , 50 OMH z) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 6. 80- 

6. 87 (m, 1H), 7. 23 (d, J = 9. 2Hz, 2 H) , 7. 2 7- 

7. 33 (m, 1H), 7. 40 (s, 1H), 7. 52 (s, 1H), 

7. 59 (d, J = 8. 6Hz, 2 H) , 8. 0 3-8. 0 8 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1H) , 9. 27 (s, 
1 H) 

«*»«ffi (FD-MS, m/z) : 451 (M + ) 
HSfe#I2 3 8 

N — (4-7U-2-^na7x-;l') -N' - {4- [ (6, 7 - *J * V 
^•>-4-^/'J;l/) ^^->] 7 uUT (2 7 4) 

N- (4 on- 3 ho7x-^) -N' - {4- [ (6, 7 - h 
*ri/-4 -*rJ »J ;U) Jt + v'] 7^— ;U} -7 1/7 (15 0mg) ^?dd*M 

9J-)\,/1& (10ml/13ml /3ml ) (cigflPU h »J 

A (501mg) ^JOX-> 6 0ti:T5 O^IHHK^Lrtio ^ n u*,l,AT?2IIttl& 
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J&I«£®*U ^?no^;l,A/7tf> (10/1) T~m&&- £ is U tt Y 

1 H-NMR(DMSO-d 6> 500 MHz) : 5 3. 94 (s, 3H), 
3. 94 (s, 3H), 5. 14 (brs, 2 H) , 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H) , 7. 38 (s, 1H) , 7. 48 (d, 
J=8. 6Hz, 1H), 7. 51 (s, 1H) , 7. 56 (d, J=8. 5H 
z, 2H) , 7. 83 (s, 1H) , 8. 45 (d, J=5. 5Hz, 1 H) , 
9. 10 (s, 1 H) 
KM-ftVfM (FD-MS, m/z) :4 6 4 (M + ) , 4 6 6 (M + +2) 



mmm 239 

N- {4- [ (6, 7-v>V h4->-4-^;'J^) :fr4^>] 7x-;M - 
N' - [2 -J. h^>#;l^— JU7sc— )V] »U7 (2 7 5) 

6, h + >-4- (4-7;;7xy+-» *y U > (100m g) 

£h;Uo.> (10ml) Kjtaj&7§A¥U b'Jji^^T^> (1ml) ZfiQiLtz^ 
MJ7txy> (lOOmg) £flD;U 2^r H m^^L/Co KftMiZJL^-ji- 
2-T i y<>^JL-h (8 4mg) Zlm^, 2 mmtiam&ffi L tz 0 SfG&tc^ 

u*)\,u/T*yy (10/1) v'U^y^^A? ov 

1 H-NMR (DMSO-dg, 90MHz) : 51. 37 (t, J=7Hz, 
3H) , 3. 94 (s, 3H), 3. 94 (s, 3 H) , 4. 38 (q, J=7 



WO 97/17329 



2 0 0 



PCT/JP96/03229 



Hz, 2H) , 6. 47 (d, J=5Hz, 1 H) , 7. 1~8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, 1 H) , 
9. 9 2 Cs, 1 H) , 10. 10 (s, 1H) 

(FD-MS, m/z) : 48 7 (M + ) 

mmm 240 

-4-7 UJIQ 7^ — M ^UT (2 7 6) 

6, 7-vM h + ->-4 - (4-7;/7x; + -» +;'J> (1 3 lmg) 
£h;Ujn> (13ml) KjnU&jgJ!? U h'JxW^> (2. 6ml) &1mz. 

tz^ h'j7*xy> (i52mg) 2^rnmmMMLfz 0 mxm.K2 

-J?-)13-*T—V y (0. 11ml) £-Jjnx.x 1 0 ^JD^a^ L fZo RiEtt 
^DD*U/7t^ (4/1) 

7-r - fc «fc & filSI U «B©<b^ft*2 9mg. JRsp 1 4 %"C#fc 0 

1 H-NMR(DMSO-dg, 500 MHz) : 52. 50 (s, 3 H) , 
4. 00 (s, 3H) , 4. 00 (s, 3 H) , 6. 51 (d, J=5. 5Hz, 
1H), 7. 08 — 7. 15 (m, 1H), 7. 25-7. 35 (m, 3H), 
7. 45 (s, 1H), 7. 48 (d, J = 7. 9Hz, 1 H) , 7. 58 (s, 
1H) , 7. 67 (d, J=8. 5Hz, 2 H) , 7. 99 (d, J = 7. 9H 
z. 1H), 8. 24 (s, 1H), 8. 53 (d, J=5. 5Hz, 1 H) , 
9. 6 1 (s, 1 H) 

(FD-MS, m/z) :46 1 (M + ) 
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mmm2 4 1 

N — [3, 5-tfx (h'J7;^oyf^) -n' - {4- [ (6, 

7 -v'y h^->- 4 U )V) :fr^>] 7^— ;b} -)U7 (2 7 7) 

6, 7-^y h + ->-4- (4-7;;7 i ;+y) +7'J> (5 Omg) £ 
h;|^r.> (5ml) IzmmmML^ b V JlT I > (1ml) ^flOX-ZcgU h 
'J7tX^> (55mg) ££n;^ 3 ^iD^ilM L fc D j^Jft&tc 3 , 5 - b: X 
(h'j7Wn^f^) T-U> (116mg) 2 O^JnUftiS^Lfco 

KJttfSCi&S&K*^ h U ^AtK^^JD^.. ^^f-^T-2IUJfttliL/-c^aS 

DDm/7t h > (10/1) TfgHt5v/U*W7A^D7 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 3 (s, 3 H) , 
3. 94 (s, 3H) , 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 51 (d, J=9. 2H 
z, 2H) , 7. 62 (d. J=9. 2Hz, 2 H) , 7. 64 (s, 1H) , 

8. 15 (s, J=5. 5Hz, 2H) , 9. 13 (s, 1H) , 

9. 4 3 (s, 1 H) 

WMftmife (FD-MS, m/z) :55 1 (M + ) 
Pm&12 4 2 

N- — N 7 - {4- [ (6, 1-*J* V*^-4-* 

JV)V> ;fr^>] y^-Jl} 7 1^7 (2 7 8) 

6, 1 -V* h*->-4 - (4-7;77x;+i/) + y 'J > (50m g) * 
h;bjc> (5ml) Izmi&mM U h U xf ;l/7 i > (1ml) £fln;L7^ h 
U7*X>r> (5 5mg) 3 $3fflHjna&^ L fco RMl:3-7no7' 



WO 97/17329 



2 0 2 



PCT/JP96/03229 



d f;l/7~ 'J > (6 6mg) 2 OftmmmMWiLtZo £tJfrf£l^g?7k^ 

A/T-fe Y > (1 0/1) TS8Bt 5 'J * 7A^D7h^7 7^-i:i 
■jflHRU mm<D4t&V>}* 2 6mg. JR^3 7%Ti#/c 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 1. 8 7-1. 9 4 (m, 
2H), 3. 2 0-3. 2 7 (m, 2H) , 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 93 (s, 3H), 3. 94 (s, 3H), 6. 29 (t, J = 
6. 1Hz, 1 H) , 6. 41 (d. J=5. 5Hz, 1 H) . 7. 14 (d, 
J=9. 2Hz, 2H) , 7. 38 (s, 1H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1 H) 

K*##Hi (FD-MS, m/z) : 415 (M + ) 

mmm2 a 3 

N- {5- [2- (4-7;M-o) -7^y^->] -bf'J^M — N' - {4- 
[ (6, UAQ *-^>Q 7x>;H (2 7 9) 

6, 7-iM h + i/-4- (4-7i77x; + -» 4^7 'J > (53mg) 
h;l/i> (5ml) KflQ&iSJI? U h 'J ;l/7 ; > (1ml) ZfiDZ-tzW:, b 
V7*XY> (58mg) &Jmz-^ 4 &ma*MBM L fco R^ttJC5-T5y- 
2- (4-"7;M-n) 7*y + '>fcTy^> (9 5mg) £#0;L N 1 9#P*™&ig 

&#»»*IS?a&tteKTifeJ£ U WcSKK^by «7AT«»Lfeo WETftBK* 
®£ U * n d *;UA/r-fe h > (10/1) -emfflT Z> > 'J # >7*Jl>*7 5 

A^n^? - K «fc t> U mmfctt&M%l 4mg N JR^7 9 
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A H-NMR (DMSO-dg, 500MHz) : (5 3. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 44 (d, J=5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6 H) , 7. 38 (s, 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 
8. 01 (d, J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 46 (d, J =4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 89 
(s, 1H) 

WMfttirM (FD-MS, m/z) : 5 2 6 (M + ) 



mmm 2aa 

N- {4- [(6, 7-^^'>-4-t;'J^)^] 7 - 
N' - (3 -i?*1-)\,T ^ I 7 3LZU)Vj frl^y (2 8 0) 

6, 7-5» h + ^-4- (4-7;;7x; + y) +yj> (52m g) £ 
h;U^> (5ml) Kflna&igflPU h U ;l,7 ; > (1ml) &tiaz_ti'&^ b 
'^tx^'> (5 5mg) &tiaz-^ 3&ll8mmMMLti 0 SJCi&J:: 3 - P * 
TIST-V> (69mg) ^-JD^ 1 2 5WBftl*WI«E L fc G KJ&JfclcgtB&M!! 

* H u A3fcig»£flo*.> g^^^;UT-2[H]ffli±i L/c^w^S^iSfa^±g7K-e^ 

A / / T-feh> (10/1) Tggit5'>'J*W7A^ dt -jcj; 
SflttSiU gS©^*7 2mg N JR^8 9%-£l#7t 0 

1 H-NMR (CDC 1 o, 500 MHz) : 6 2. 92 (s, 6H), 
4. 01 (s, 3H) , 4. 03 (s, 3 H) , 6. 41 (d, J=4. 9Hz, 
1H) , 6. 48 (d, J = 8. 6Hz, 1 H) , 6. 56 (d, J=9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2 H) , 
7. 14 (dd, J=7. 9, 8. 5Hz, 1 H) , 7. 35 (s, 1H), 
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7. 41 Cs, 1H), 7. 45 Cd, J = 9. 2Hz, 2 H) , 7. 55 (s, 
1H), 7. 67 (s, 1H) , 8. 45 (d, J=4. 9Hz, 1 H) 
WmftVrm (ED-MS, m/z) :4 5 8 (M + ) 



H»J 2 4 5 

N- (2 - b Kn^->7x-;^) — N' - {4 - [ (6, 7-^^ 
-^y'JAQ ;fr^:>] 7^— fri^y (281) 

6, 7 - ; J* (4-7;;7i7+y) +7'J> (1 0 5mg) 

(10ml) »cJn^jj?L> h'Jxf;b7i> (2ml) £fln*_fcgU 
MJ7t7^> (118mg) £flnx.> 2 ^IHBnriMBlE L fc 0 KJttffclw2-TS 
y-7a,y-;U (7 7mg) £2ra*.. 1 0 ^PJWPJIMKIE L feo RtftffclclfcBteK**- 

i£&5«U ^J@©>f t£r$f£ 8 6 m g . iR^5 6%Tl#^ 0 

1 H-NMR (DMS O- d g, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 6. 73- 
6. 88 (m, 3H) , 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 
1H) , 7. 52 (s, 1H) , 7. 59 (d, J=8. 6Hz, 2H) , 
8. 03~8. 08 (m, 1H), 8. 19 (s, 1H), 8. 47 (d, J = 
5. 5Hz, 1H) , 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 
S*##f*6 (FD-MS, m/z) : 431 (M + ) 
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mmm 2 4 6 

N — (3 -h F'o^->7x-;l/) -N' - {4- [ (6, 7 -'J/ b^riy-4 
-^;'J^) ;t*->] ;U} frl^T (2 8 2) 

6, 7-/7f + ->-4- (4-7^7x7 + -» +y <J > (1 l 5m g) 
&hJl^> (12ml) izUnmmmt^ h<)^JlT l> (2m 1) £fln*./cgL 
hU"7*xy> (113mg) ^SO^. 2ftmmmmffiLtz 0 S^C3-7; 

(73mg) ^»nx.> 1 o &ma&mwL l ^ q K^mizmm^mi- 

i^^i&U SM©{b^<&9 5mg. JR^6 0%Tl#/c o 

1 H-NMR (DM S O — d g, 500 MHz) : (53. 94 (s, 3H), 

3. 95 (s, 3H) , 6. 3 5-6. 4 2 (m, 1H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1 H) , 6. 98-7. 08 
(m, 2H) , 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 1H), 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 47 (d, 
J=4. 9Hz, 1H), 8. 57 (s, 1 H) , 8. 73 (s, 1 H) , 
9. 3 1 (s, 1H) 
®*9-#rfi& (FD-MS, m/z) : 431 (M + ) 

$mM2 4 7 

N- (3 - b Ko^^^M'- ;l^7x- ;U) -N' - {4- [ (6, 1-*J* 
ht->-4-^yj-^) ?f^>] 7x-;i^} 7 1/7 (2 8 3) 
H»J19 7Tli^N- (3 v^7Jb^— ^7x-;l.) — N' - {4- 
C (6, 7--^n + y-4- + ;'J^) t+->] 9I/7 (190 

mg) (3ml) d7§J5?U 3 5 %*mtt> 'J >7 AtK^ (5ml) 
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3 8 %Ti§jt 0 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1H) , 7. 20 (d, 
J=8. 6Hz, 2H) , 7. 3 8-7. 6 5 (m, 7H), 8. 13 (s, 
1H) , 8. 46 (d, J = 4. 9Hz, 1H), 8. 88 (s, 1H), 
8. 9 7 (s, 1 H) 

mmttVrm (fd-ms, m/z) : 459 cm + ) 
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Wistar-Kyoto^5 y h (B#^-r -JlXV '<-*±^£A^) =fc 0 i?0!c£-$l£rj Ln 
>-t: > ^(Nephron, 22. 454 (1978)) »c i o T^^^JRffi L fc a 
10%^ *>fl£{?]fltfi (JgTFx FCS ilSf) £^frRPMI 1640 Jgflfi t&Wtm 

/ V y * ?7 l^lmm* 2 AK^.-fV- hicSIt, 10%FCS £^frig*tfifCT2 

5% Fcs£^frig*fiK3£a! u s 3 bp^# Lrmm^±^^tz 0 mmm 

> (OT. B S A ilS-r) £^£;3&it6£2 5 0 1 ^JD L f: D f-JlxA,** 

y k (OTx DMsoiis^-) KmMz&tz&mm®}* zvmmz i . 3 8^ 1 

*±§5tS^BB^ (OTs PDGF-BB £B&^-) £0. 1% BSA^frig*fe{;iigJ$?£-fr x 

C 5 Ong/ml ttt* XoK&V x.Mz\2 5 ^ 1 "ToSSoU 37°C 

■C 1 0#I8H h L/Co i£ffc£l&-£U 5 0 0 // lO'J >IBR«£3£ 

i£7k (pH7. 4) (OT. PBS iHS-T) 7?*fflfla£:ife*£SU «BISJ-'5r*'fb«lr?ft 
(IX Triton X100 . 2mM h'<j-i?Jls&j- h'J-7A, lmH .x^- U>i?y ? >4 
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fflk2-}-hVV& (£AT\ EDTA£B§-r) h U X««^^*S7K (P H 7. 

4%) ) ^50ju i ma Ltzo 4 °cT-3055-^±j!&M-r -s c t -emmz nji&ffc U 

l %^ y h u o a (ot. sds iffi§1") h u 

PDGF-BB Oi^JnfC^DgB'J >®Kfc£^tt*:PDGFgSft: (^?S : mi 8 OKDa ) 
PDGF-BB ^SD^J:^PDGF^^©SBU >gtffcS£ 1 0 0%. 3^*5 «fc tKPDGF-B 

ED >gHt^£gS3£L/c 0 
^^©^^^Pg{c^^.T. ^fteftO^^fctfSPDGF^gftgS 'J 

>mtiztt-t z>mmm&$:#>, zti^i>mmmu^^Lx^ ^^©pdgf 
^ftgsu >^<b5 o%vmmm (ic 50 ) ^*l/-c 0 
*^®>fb^©PDGF^ftea'j >g^t5 o%mmmm. ( i c 50 ) «ioo 

^*gEU >®Kb5 0%P1^»£ (I C Cf 0 ®^m£1S2 3l(cil;£;6T^-r o 
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m 2 m 

it&®}^ m m m m ( ! . 

(2) 0. 4 4 

(6) 0. 45 

(8) 0. 10 

(16) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0.0 0 5 

(4 4) 0. 0 0 6 

(4 5) 0. 0 1 4 

(4 6) 0. 0 2 1 

(4 7) 0.0 4 3 

(4 9) 0.018 

(5 0) 0.0 6 7 

(5 1) 0.009 

(52) 0. 03 

(5 3) 0.010 

(5 4) 0. 0 0 3 

(5 5) 0. 0 0 3 

(5 6) 0. 0 0 4 

(5 7) 0. 0 0 6 

(5 8) 0.0 0 2 

(5 9) 0.0 0 4 

(6 0) 0.0 0 4 

(6 3) 0. 4 0 

(66) 0. 13 

(6 7) 0.11 

(68) 0. 44 
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2 10 
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mm 2 

1 m 6 EOlite W istar-Kyoto ? >y h (7ilH&) (B^^+ -;UXU 
t>A^) ) £fflWc 0 i/t5y hThyl. ltzitf-tZ^J ^n-^;Uft#T-£>5 
OX- 7 (Pathol. Int., 45, 409 (1995) £fl§UTlSIS! Lfc) £1. 2mg/kg<Dffl* 

OX-7&#SB<fct) 1 B2[sU 8 BKKfcffigPa^Lfco 

1 : &3cjfcF<3lc2 5 9<£iT©«^ag*Ka6« 

2 : ic 2 5 ~ 5 0 K©*ffcf!£*IBJ6 6 

3 : &i£#F<3 K 5 0 ~ 7 5 %<Dm\MU*m&> Z> 

4 : jfe**ff;rtic7 5~1 0 096©WbPHC*IBai>« 



WO 97/17329 



2 14 



PCT/JP96/03229 



1 Omg/kg 11.7 P<0. 05 

3 Omg/kg 10.2 P<0. 05 

1 0 Omg/kg 13.7 P< 0. 0 1 



1 tt&t&m^ 4 3 cp^^g) -7 x aifll^m ( P 3 8 8 ) (z^-T 5 SaTO 
v>xejta^«SP3 8 (ATCC^bA^) £1x10 6 MJgrtic 

1 3 Q%(Dmifr$h%:l)<m#>Z>tltZo 



2 fb£-%)#^4 3CD-fb^g)b h^U^-vlMS (GLO 7) i:jttt-5ai 
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mwrnz i t ttzt ^ cD^ra^© x b § (Dmmftm& c x , sgMb^a#p© 

JB*#»£Tx£U M«li5iffl3« (TGIR) = (1-Tx/Cx) x 

i o o&^fetfio *5 4 jaraost«»ira*"r^ «^tg i Rtii 7 6%-e<fc^ 
3 ^mmit^<D bh^'jt- vfjga c g l 0 7 ) tc^f -r z tmm^m 

{-s^b^^ >r*M^{c(«^9 b^b. — b— mmu^Ltz 0 

^©II^TxiL, JB3K±iTO$iJ^ (TGIR) = (1-Tx/Cx) 
x 1 0 0*$&>tz o -*ib©*£Jfl£ffl3^J~7jrro 
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2 16 
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(4 3) 


(5 8) 


COL- 1 


c 


o 1 o n 
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7 4 


S t -4 
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t o m a c h 


7 8 


8 6 


L-2 7 
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u n g 
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(K-41, 3 7-y>fittfi^) > 1 5 mg© Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs. i^t>A#) n 2. 5ml©^aA*ttfc«kCf 7 . 5ml© 
T^7d^> KT K (Difco Labs.j^£A30 £ .x v ;l/ a >£| 

{b^f#-*f4 3©<fc^f©=»^-y>H3lttlllISr5^©^f(l^fiE^ (%) £ETF 



Mftm 7/10 7 0 

1 Omg/kg 1/9 11 

lOOmg/kg 0/10 0 
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1. W*<CH©*^ 

(a) XliO£rt:liST?i&!K Qte> 

^ (ID : 




m(±l, 2£fcli3-r*>tK Rg {iMS'J(-CN. OH, ad^>, 

C 1 ~ C 5 7;l ' + ^ C 1 -C 4 7;i/3 + '>tfciiC 2 -C 4 7->;i'T^5] T 
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[5£4\ mi$±iE£mMm-C&*), R 3 ' ii^iSU^OH. C 1 - C 5 7-;b+;K 

3^ CIV) : 




Cb) XfiO. St/;iiCH 2 T'*^ Q(i. 
5£ (V) : 



^5 R5 
if. . 1 




(V) 



t> 1 

c 4 T;b4-;u-e&D. aj* c 1 - c g t;u^;k c 2 - c 5 tji^^k 
(C 3 -c 1Q ) t;u^;K c -c 4 r;b=i^'>^^^yK 7 ^— ;k t7 
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m.(omm^<D^^ □ r y 5 v^a 9 - £ tzit 1 0 -so^ors;©^-?- □ 7 



cc 3 - c 1 Q ) 7;U*;k c x - c 4 7;^^a c x - C T;I^4^> 

15 15 13 

i?** 1 ^ c^c^mriy, (c 1 - c 4 t^;u) 7;;> 

C0 2 H. CONH 2 s N- (Cj-C^W) 7 5 h\ N, N — ~J — 
(C - - C 4 T )V) 7\ Kx C 2 -C 4 7;b+^7; h\ h'j7;l/tn^f 



~7 



(c - c 4 r;b4^i0 . t°Ui>';b> f^-^-JK try 5 ! J—j^ 



0 N S N NH, NCN, NR c £fci£NOR c ( 

b o 



T\ RJiC . - C, 7 Jl 
5 15 



2. W^Noa^> XteCK S^fcliCH 2 f2b!3, Qli> 
5£ (V) : 




(V) 
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[5£4\ K k, R 5 , A «k CK B ti I >-rnt> -LIE iHiS^-?* -5] } 

2. 5£ (I) W^CHT'*^ X^'0^f:!iS-e*^ Q*<5$ (II) N 
5£ (III ) £7tl£5£ (IV) I»3&S1 KfStS©*/ 'J >Si3Mtej<fctf 

3. 5S; (I) * N Wt^CHT&^K X^OT'*?), Q*<5$; (II) N j£ (III ) 

4. 5£ (I) 4\ Xri<Ck Stfc«CH 2 t**^ Q&jS. (V) T'^£ft£. 

5. 3; (I) R x fciCFR 2 ^'WJ{CC 1 - C 5 TJls3rJU~C$,t)^ Q& 

5£ (V) K (V) «K j fcitf k^o-e&^ B(i, o. s. nor c (;: 

D 



6. 3; (I) *K R j fc<fc£KR 2 ^giJ(' C 1 - C T-Mr^t?*^ Q*< 
5£ ( V) K (V) j 0 "C* K> k *K 1 7s& £ 7b^ £ fz It j *< 1 T-ab K> 

NCN^ NRg^^liNORg (CCT, R [£ C j -C Jl*-Jl-£&&) Tr 



7 . ( I ) 4i x R ^ & «fctKR 2 *WJ{w C x - C 5 T JU*JL/T?£> tK Q# 

5£ (V) K (V) j fcJ:0'k*<£k{clT-££> R g ^SUfwTK^t fcte 
y^-Jl/T'&tK B(i> 0. NH, NCN> NRg^fcliNOR (CCT\ 
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8. 5$ (VI) : 



D£cK WtiCHSfctiNT'&tK R ^^fe-tCKR 2 MSiJi-C x -C 5 T>»U+ 
s-^'^K t-7f-;K ^>f-;K -fV'O^k ->^a^s>^-;b N ->^n^\ 

-fv^ntVk ^v^;k s-7>;K t-y^k * h^>> 
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j Iiltr*!)^okli0 , r*i9> R 2 fect^'R 2 ii^SiJtcC 1 -C g 7;b+^T 

ot°;K ^v^f;k s-y^-;K t-y^;K <4v<>3- 

-?xf;b7;y N ^^Dh°;b7;;> ^^^7^, MJ7Moyf 



WO 97/17329 



2 2 6 



PCT/JP96/03229 



10. 5£ (VIII) 



R 5 Rs 




(VIII) 



WliCHSfctiNT2bD> R -, * fcliR 2 iiflS'JC C 2 - C & 7Vl>* 

C - -C .TVl^ — ;K i'^n'Of-JK •> ^ o ^ i> ;K ^n^^^;k 
C - -C 4 T^=3 + ^*^^'— 7K 7x^;K t7f;k 7 U ;k f-jc=.;K < 

y;M^bfi, t 'J -jHlfci^fnj u -^gtiu ^oy>, i >7A co 2 

KU CONH r t Ko+i/, - ho, 7i7> C^C^^l/T^, v 

- (c t - c 4 t;m^io 7^;> c^c^yn+A c 1 -c 5 t*>^ 

C 1 -C ^TJlrJ-fo*** h'J7^Dyf;k C 1 -C g T^4-JK C 1 - 
C 4 T;bn + ^;K C ^ — C ^T^^ + v'^M-^K N- (C x - C 4 

t ^ Kn n, n->>- (c - - c 4 t ;Mr ;i0 h\ c 2 -c 4 t;m^u 

fijyjK t'5 -7-;k fU$^— ;K f'J^v*— ;K +y 'J;k &tzli.*i-*/ 



WO 97/17329 



2 2 7 



PCT/JP96/03229 



NCN, NRg^fcliNORg (CCT\ Rgli^f;!/) 

11. 5£ (IX) : 




K4"> WliCHtfcliNT*^ R 1 i5«fcO f R 2 iifSSiJJc C -C 5 T;t>4- 

A-TrabtK R _ (i<@SlJ(C7K^^^«^ A ii C - - c c r;i^;k 

5 16 



H> CONH 2> t K o + •> N - ho, 7 ^ y\ C ± - C 4 7 JlJ-JlT i ; J 

C 1 -C 4 7Jls*rJU?-*^ h'J7Mo^f;k C 1 - C 5 T;l/^;K C - 
C A T )lu*ri/)l^ C 1 -C A 7JV=i3-i/ii)V#—)W N- (C 1 -C 4 r;U^ 
;10 7$ H\ N, N-'J- (C 1 -C 4 TJl<*Jl) 7i K\ Cg-C T^;U 
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12. 5?; (VI) W^CHT*^> ff^8{cfH^©+y U >^^fe c h 

13. ^ (vn ) w^CH-e^^ 313^19 i-iB*S©*y u >mmw& 

14. j£ (VIII) W*<CHt*^ WfJfrgl OicgSi£©^y U >f§?g#: 

15. 55; (ix) ^ w^cht'*^^ »3fcgi i^teifc©*y u >§§^&:fc 

16. 5£ (X) : 
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Kck WliCHSfcttNT&tK R 1 ttzitR 2 (iTOtc C 1 - C 5 

(DTJl^Jim, £*_(iT U-Jl/gti N OH. C0 2 H, 7^d, ^aa. y D 
^> 3-K\ - hn, T^y. v- (C 1 -C . TJl^-Jl) 7;7, 

T-i?h*:>. y f C 1 -C .TJl^J-isfiJl'tf—J^ h V 7 Jl 

* D ^^k C 1 -C 4 T^*;K C 1 -C 4 T;Uri^^> t° 'J >>;k f/cii7 

17. 5$ (XI) : 




^n^>^-;b N >?n^*i^K c^v/^K 7 'J C 1 ~C .T)l^*r 

isftjltf—j^ 7x-;k t7f;k 'OvV^T&tK AT^frSft* cti& 

^ 3~F\ - hn, 7^/> v- (C 1 -C 4 TJl>*Jl<) 7;; N 
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*nyf;k C .T)V*c)W C - - C 4 TJlzi* t*U2*Jk *fcli7 



18. 5£ (I) cK W^CHT'*^ X^Of*^ R 1 *5«fcCJ f R 2 ^ifc 

«cy f-^-e*^ q&ts: (v) k (v) * N j &£&ki>mmzo&titei-c 

R 5 ^7KSTfe«9. AliC 1 -C 5 TJl*JK >^aO^;k i/^n^ 
i/9 v^f^JK 7 'J ;k C - -C 4 TJl=i*-isi])l&*— )W 7^ — 
'O 1 /^^^ AT-^t>£*l&C*l£<£>TJb*;UX. 7 y 
*fcl^fn7'J-^Sl±> OH N C0 2 H, 7^a N ^nn N ^n^ 3- 
F\ -hn N 7;A if- ( C ± - C 4 T)\s*)V) T £ >\ 
T-teh*>\ ^ ?- x C 1 - C 4 TJlz3*i/tJJl"H— )W h'j7^o^f 
;K C - -C .T)l*)W c i" C 4 7;l/:3 + ^ t°U^;k Jfcli7i-^ 

lSU NRgtfcliNORg C:T\ Rgii^^-ybT*)^) 7r&£] "pa^sn 

19. 5£ (I) *K W*<CHf*D, R-,. R 2 ^it>l^f^t"*^ 

2 0. 6, 7-^7h + v-4 - (2-n + y7x7 + -» +yij>, 6, 
7 -S** h^i>-4- (3-> h + y7x;+y) + / 'J k 6, 7 -'J/ 
is- 4- (4-^ ^y7x;+y) * J U >\ 4- (3-7Mn7x; + -» 
-6, h**>*y U 4 - (3 - t Kn + ->7 x; -6, 7- 

^F*^;'Jk 4- U-^n^^y*^) -6, 7--Jy h + ->+; 
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U> N 4-C3, 4-^^ + ->7x;+i/) - 6, 7-i?V h*i/*;'J>, 
6, (1 - 7 -» +7 y > N 6, 7-^^h + 

->-4- (2-7 v 7f;^*>') 'J ^ 6, 7-v7 h^>>-4- (5-y 
h*->-l -7-7fM+'» *-J 'J >\ 6, 7-v*y h + >-4- (6-y h 
+ ->-2-t7f;l/t*'» 4-/ 'J >> 6, 7-y7 h + y-4 - (7-^ h + 
y-2-7-7f^t+y) + 7 y >\ 6, 7-->7 h + y-4 - (5-+;'J^ 

;t*vO u 6, 7-s^y h**>-4 - (6 - + y u;m-+v) *y y 

4- (4->T > K'J^+y) -6, 7-vM V*^*J U 4- (5 — f > 
KU^4"» -6, 7-^h4^yj^ 6, 7-vMh*i>-4- (3 
h + y7x^;l/ft) U >tfcii6, 7 - : J * h**>- 4 - (4 -y h 

21. (4 -n-yf^7 jl^U) {4- [ (6, 7--7Z F + 

/"J^) t+y] 7*—M *9Jy^ (4-t-7f;i/7x^) {4- 

[(6, 7-^ h + y-4-+y'J^) t+y] 7x^b} (4- 
h U :7JM-ny f;b7x- ;U) {4- [(6, h*y-4-+yj^) 
7x-;H y^y> N (4-t-7*f^7x^) {4- [(6, 7- 
y l n + y-4-+t , /'J-i) /j-^vx] 7x^jH y*y>\ (4-t-yf- 
^7x-;l,) {4- [(6, 7-vM h + ->-4-+y U >U) y*-;l/| 7i^iH 

y *y n — {4- [ (6, 7-s^y h^'>-4-^y y;u) 

M -v^o^l^rt^+IM F\ N- {4- [ (6, 7-^y h^>-4 

- + y'J;i/) 7x_;b} - (4--ho7x-;l/) ^yb^lf^ H\ N 

- (4- [ (6, 7-vM h*y-4-+;'J;l/) 7x^;H - (N, 
N-v7f^7^7x^) *>)\s#*cV- \ K\ N — {4- [ (6, 7->M h 
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-frS h\ N — {4- [ (6, 7-2?* h^>-4-^;'J;b) sMr*/] 7iJ^} 

- (4-n-^;l/7i- ;10 ^7 jUsK^r-f- ^ H\ N- {4- [ (6, 7-2?* h 
+ ->-4-+;>J;l/) ^-^^] 7i^JW - (4-7 , h + ->7x^) 

*5 F\ N- {4- [ (6, 7-2** h + y-4- + yj^) **2>] 7x_;l/} 

- (4-7ut7i^) /7^jK**5 H\ N- {4- [ (6, 7-5?* b*-is 

(4-n-7*f;b7i-;W — N' - {4- [(6, 7-^h^->-4-+; 

lUl/) ^S'] 7^— ;b> 7 1/7^ N- (4-t-7'f;I/7xXjl/) -N' - 
{4- [ (6, 7-2?* h*2/-4-** 'J JlO :**2/] 7x-M r7 UT> N 

- (2-h'j7^o^f;l/7x-;l/) -N' -{4- [(6, 7-2?* h*2> 
-4-+yj;l/) ^-^v] 7x^-;U} ^U7, N- (3-h'J7^toyf;l/7 
x— ;I0 — N' - {4- [ (6, 7-2** Hr^-4-** »J;b) 7 x 

— ;W 7P7 % N- (4-h'J7;^D>f;i/7x-;b) -N' - {4- [(6, 
7-y/h + -/-4- + yj;l/) 7x-;H 7 1/7> N- (2-*h* 

v7x^;W — N' - {4- [ (6, 7-2?* ^y-4-+/'J;b) 
7x^;l,} -7U7, N — (3-* h + ->7x-i) -N' - {4- [ (6, 7- 
2?* h4-2>-4- + * U^) 7x^;H t>VT^ N— (4-* h*i>7 

x -=.;!/) -N' - {4- [ (6, 7-2?* h + 2'-4- + * x ) )V) 7 x 

— ;b} 7U7^ N — (2-7Mu7x-A) -N' - {4- C (6, 7-2?* 
b*>-4 -4^* U;l/) **2/] ^} 7l/7> N- (3-7Mn7x- 

)V) -N' - {4- [ (6, 7-2** b*is-4 -*cJ U AO ^+2'] 7x-M 
•7V7\ N- (4 -7Ao*-n? ^AO -N' - {4- [ (6, 7-2?* 

- 4-^* y ;io 7^^.;i/} >?uy N n- (4-7*f;i/7x^) - 

N' - {4- [ (6, 7-2?* h*2/-4-*7 «; A) **2/] 7x^) .7 u 
T> N — {4- [(6, 7-2?* h*5/-4-+* U JlO 7 ^ - 
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N' -n-7°ut°Jlul;T^ N-n-y^^-N' - {4- [(6, 7 - 9 J * V 
*'>-4-+;'J^) 7x^^U7v N — (2-7Md7x-;1/) 

-N' - {4- [ (6, 7-*J* h + v'-^-^VU-AO 
*7UT. N- (2-^ V * f 7 -N' - {4- [ (6, 7-vM 

-4-*±V**)-Jl) 7 x.—)V} v l>7\ N — (3-^ h^v'^ai^^) 

-N' - {4- [ (6, 7-v» h + >'-4- + ^V*U-;U) !7a^M 
7U7^ N- (4-^ h * i/ 7 i — N' - {4- [ (6, 7->M Y^i/ 

-4-*-*-VV—Jls) ^ ;U} ^U7\ N-n-^;b-N' - {4 

- C(6, 7-^ ^>>-4-WJ-^) jf+v'] 7U7^ 

{4-[(6, h*is-4-*y u ;W^+'>]7x- [4 -^e-;i/* 'j;7x 

—AO {4-[(6, 7-^^ h+">-4-+; •J;W^>']7x-;I/} [4 

■>]7x-;H [4-^'JvJ;7x-;i/] ^y>. n-(2,4-^^do7xz 

;U)-N' -U-[(6. 7->M h+->4-+; 'J;l/)*+->]7x^l/}7U7 N N-(3, 
4-v?^od7x-;1/H-{4-[(6, 7-SM h*S/-4-*y iji)t^->]7x 

— )l)7VT^ N-(3, 5-^^Dn7x-W-{4-[(6, 7-vM h*'>-4-4- 
J U ;U) **-i/}7=. —Jl) uU7^ N-(4-^oa-2~y5 L ;U^i ^AO -N' - { 4 
-[(6, 7-vM h + ->-4-+y iJ;Wt+->]7x-;H «7 U7> N-( 3 — T * / - 
4-^dd7x-^)-N'-{4-[(6, 7->M h*->-4-^y 'J;W+i/]7x^ 
^}7l/7 N N-{4-[(6. 7->>V h + ^-4-+; i J^)t+>']7x-;b}-lf'-(2 
-f'J i?;l/yf;W7l/7s N-(3, 4-^7Wo7x-;l/)-N , -{4-[(6, 7-5> 
^ h4-v-4-^y l JWt*v']7x-;W^^ N-(2, 4. 5 - h ij7A*D7 
i-;U)-N'-{4-[(6, 7-vM h + ->-4-+y VM)**!/]?*.—)],}*^?^ N- 
(3-^no7x^H -{4 -[(6, 7-i>V Y*r*s-4-*J ^l-)t*->]7x- 
A-}«7bT % N-(4-t Kd + <>7xj:;1/)-N'-{4-[(6, 7-v?> ^.>_ 4 _ +y 
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